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t:**Lt\ o.ooi- US* ;u-e*>*uf.t<^ »*t<ii, 0.01-0.05 te**t-*>*i. 

;vt^>i3^rh7tK077>^^-t^;^ 

RiE.il, a*, 4or**a*T. »* l<i*> 70-1201C-C-, 30 #-72 *m. # 

t/j, -ft* [la] OltSW, tztlUS. t^aKO/ &28€, 
* 5093- 5096 Jl (1987*) tdX oT t»* - t^S «. 

Willi, fckitf, -ft* C2] [4] *Mfc***RI&S** 

ci:i:ioTf#4i k*«-c^i. cofcfcil, a*. *l£*>#£Tt:><7 v'7 a 

OR M:^.ta* { .^ 5 U] «>ffc*»i:PMU:R 

6**, w(\ -ft* [la] ofc**oR , Kttfc+*** s **** ffic: *°' 
X f- 'J **CKiVr * - * t J: *) #* - t * *<> - WRCfttfli * *i* 9 
vHE^ftHtli, *^*x (M 7 
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A(D)iWf(,il*o te&Ofcffl*(±, -ft* [2] Offc^lcnLT, 0.001 
-ltt**-C*>*UXJ:<, $HL<(i. 0.01-0.05 fg-trt'-efciUf J: v> c 

-ft* [2] OffcfcfcUttLT, l-10ffif^;WT*nifX<, 

Kn77>i^i-f^ ; ^no^AfcJtf&fk^i^fci:'^*^ 
fk#tfk**£ ; > *y-*i3j:0 f x*y'-A'&f*>7JHi-JHil ; N.N- v'^f 

«t^o ioRi&rt, ant, 4o*c*»feaatT; #*i<i±. 7o-i2ot-c\ 30^-72 

-ft*[lc]Ofk^ttJi» B*fk^£I£. ^3-^,^520-52611 (1985 

fctM*ffl£ft&'<5v7^Efcfk£»fc tTIi, fcfcxlf, fHn (M)7x 
^>u**7-f >) /^r/UfO), fcT* ( h 'J 7x-;p*X7 >) '<7v7A(H) 

?D«JK. (?DD) \£X ( b 'J 7a-WX7^ >) ><7 ^ 2»(H)fc 

25 *in&B^<?$;*i*(U)fc£*W&*t*. -*5fc [2] Ofk£ 

$t:**lT, 0.001- 1»**-C**itf J: <, #£l<tf* 0.01-0.05 te*JWT'*> 
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K«»»f fen, i nfeoi§fc*-*i2 fcttzwiJLft* t -c^ffl lt t x v> e 

5 iORBtt, **. 40t:*^SET. Mt<«i, 70-l20«C-r-, 30*-72M. 

-« tic] Oit&W* tz t HI* * t r ^ Ko > U * - X. £ 28 % 5093 
-50961 (1987*) ClEHO*ttft^J:o-Ct1l*Ci:*«-e**.*»»Utt, 
1 If. -tt* 1 2 ] OftS^ 1 [6)*> it£® 

,5 fell*. ttKOttMl*. Htt [2) «MM*K*L*. 0.001- 

iitfJX, tf*t<i*» 0.01-0.05 «**-c**itfJ;v'. i«RiS^*»**i* 
mitt h'J^i tr*K1b* -J * * * t'OTKKitT * *•);•)- M * a ^ 

f<7)7 » Ym ; ********* K* M>X**** Ki Wft^'f 

fen -tLfeuwit-a*^*"**^**^*^ 1 - i * K6tt% 

4Qt*feMT, Mt<tt, 70-120T^ 30»-72lWI, ff*t<Ci, 
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-tt* [lb] nitzm. tzti.it. -tt* [la] *><t£&*Kfti-*wfcc 
BL aftA*»JsJ:irin-^DDiiftAMftk'WjiBfc;ilWk**; ^dak 

tircav^^^i^w^T^^o mmofemza* -e* [u] 

©ft**i:ttLT. 0.5-1 «t < , #* t < tt, 0.8-1.2 

it*%m ; > 9 j - *a i 9 j - ft z<dt n> 3- *m : it**.** ft to 

x^r^«;ISK^J:l^Bfeft^^«K^tr{:*fti:'* t ^if'bH, ztiho® 
ffc-f*itf*W 

tic] <r>it£WU tztHi. [la] ttzlt [lb] oik&% 

utoilW. aML a*Aff«iiJ:O r in-^onii*A«ftf»ii»:ii 

BStfk*^; ^BAitra-y^tr^t*'^^*^^^. »ik«o« 

ffiSti, [la] Wfk^WUT, i.5-5flf*^-C**tlfJ:<, ffiL< 

tt, 1.5-2.5 «j**-c**iif J:v» 0 cwRi&-c««s*L*»«fcu^«» Si&t; 

n, x ^ i * -> u > ft tro** ;tft^^w^ BD ** 
Aft kr^ar>ftiftfk**» : * ' ' y ~ ** fcror^a- * 
» ; wotx****^***** ; h«b *ow»ft*r ofrWtto'fc** * 
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H« [la] , [lb] *W [lc] ©ft**C*v»-C, T*/»,'fc Kn*** 

«AM. zttft^>^>*^«** 5rDi * a4fc '* rflSfflLfcttftRlE:s ****** 
•> * A 7 * S - •> A * itm t- J: * Sx* I tfft * * 1* 

MLUmSOOB. ->**7CWW)Wft*r»C»K6» 7*+*fc, 7->ML 
7< Kit, X**-Mfc. «HL ih«J^T5*>'>^«Jft<efO««RI&, 
,o B MAX. * * •> *ft 'J > * HJMt 'J > . -J > i fc littt* * - * * ** 

oto*5^J»RiBft^^e*ft*i«>R |6 * lWi " iku *' !, " c * ***** 
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s t (, J: v.7 -J - Z 1 - R ' R Uz t Rtt«>« 
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5 #^*Mfctt«*Wv»T<av>7*+JK 7*7-*, 7*3*v, 7* 
***-*, 7^^7^K 7******-^ 7******-** 
T**W**^7$A 7'J-****, v*D7***, 

KKDV/JH, t^I, 7*3*v***-*&**liMfc 
»ilT^UV'7^*, 7*7-*. 7^*A 7*****, 7*** 
U?^*,!**^**^ 7******-*T*>> 7***** 

l5 *-*7*>\ 7'J-***->, »o7***,.**^^. U7T ^ 

****** ;r>% R"* R ^ R n-tK*m 

-oy>^ vr/S, rvKi^Fog, ***** 

20 *£, kFn + v^ 7***. T *n*5,**#=*»*^«»*«^ 
T<>J:V>7***, 7^-*. 7*3*v> 7*****, 7*****7 < 
i*, 7******->K 7^W^75/, 7'J-****, ^ 

«M*M«***^ r.J-**L<c*««»:R 

25 - W «-hDitf*'), ^oy>«^ '>7/g, 75? K 

L^oi, ******* KKO + HI, 7v** 7*3*5,*** 
^«fcttl»*^U^*»*, 7*7**, 7*=>*v, 
***, 7*****7^*, 7***™*^ 7********7 * 
T .J-***>, v^7^»K **/<*<*, *** 
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X3&*&* ; R * I*. t***WC <, J: v*fi*7 iu* *fb L < it v * a T * * 
; X(±. »uY>BL** ; Acli> 7*?-*&* ;Msli. 

to J 

-«* [2] Oft«tt, fc^lt Htt [16] »ft*«*T***/*** 
K**v»tt7«J-JU^9'f V%£<r>»oY>iVtot, £&<a#lET£/.:ti*#£ 

>*>frfc'#£tf<b*U -tt* [16] OffcfcttUttLT 1 -51$ 

coy x^-^WT^S;*; a >j->' 

[16] »fl:**u*tL-c, i-3***-c**t««^. i(»RiB-e*ffl**ifttt 

's-&it%-m%ztfmfhn. hr* [ie] *>it*tti:t*L 

ro.oi-2«*-c**itfxv*. iwso&i*. a«, -w-iwr-e, 3o#-24B* 

R'^7x^yW-^ [2] Ofk««r»ft-i:* , -e**. 

[2] Oft^»ti» -tt* [16] *><t***7*3-*, M7x 
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7-/y*J^yl/-K^Wi. -ft* [16] «Mb£&CttU 

K$ftv***?**U«*UR£Sftft^* { . fcfcxtf, ^>*>, h*i>*5* 

wx- r iu« ; 9 n o * is J: iTttft * f - u > ft n y > fb£fb*X» ; 
N,N-^W^7$ KfttfOTS K«; Kft'W** 

tUv. iORlBii, .»W&«T, »*L<«, -20-50tT\ 30 

-ft* [16] tztjUf. • *r • *5** • V"»M T 

^< (J.Chem.Soc.Perkin I) , $ 802- 804 H (1977^) ft fCEtt 

-ft* [2] Oit^mii. tztx.ll. -ft* [17] *>fb&»fcEffi»fb 

»-IHfcR££3-£* ifcUHoTf**^*:**?**. ;oRE.T«JflS*i*M 
«fk*»t t Tli. MK-M-'J-^JsJ: tfSWII* * ^ ft twEffiKr ju * 

■jm ; ftvicswaWHttrf-^ftiroMBtT^^juft wfif^^. s 

WBHb*»*>ttH*«*. -ft* [17] Oft«Uttl/C0.3-5***-C**ltf * 

i»RI&-Cl«B**i*»ktTC*, WiUira«ft*iWr**t. 
fflftl*, -ft* [17] 0fb#*fc#LTl-SO«***e**ll**t' 1 . lORlL-T- 

*iftv»#, fcfciltf, *> ML thnKD77>, *Jt*+>*tVT±Y> 

=. h .j ;wft wmir htu ziih(nm^-mttzu -mx txmix 

itr^b^Kft^toitftS^fitTURlc^^i-i^^^c wORfci: 
««**i***tu-ctt. Ri&i:s»«rXirsftv»**-e**ttfk<iiaa* 
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lf p,n, i*i^»*«ttt, -«ifcii-*jaj:afrL-c««L-c(,ivs cos: 

30 5— 24 ^WH»i-*ttf «t V». 
5 -« [2] oft«tt. HI* [«1 Ofl:«l*M»#*T*fctt 

*7i/-*a*trfc^3«-fcl-* :wRlc.i:«ffl 

v»#, fctittf, N.N-v^A't^AT? Kftfcr«)T5 K«; ******* 

*ir*<$if<b*i v tie] olt*»i:i*LTi-3tt*A'-c 

i:4*LT 1 -5»**-C**itfJ:v»o d*>Rl£K*Ml ******* k LXli * m * 

sit*-* *it*-m**v*-* ko***; «j>HWfc*HPi4*tf*»f 

ttfcOfcfflftli, H« [18] Oit^l-ttLT aOI-2«**-C**itf 
Z<r>mit* -20-160-CT. 30fl-2*»««lt+ntf*V». 

25 HK [18] ' 
(J.Org.Chem.) , $44 ft 11 *, * 1784-1787 S (1979*) 

ft true**)*** t-c * •) matt * - * * *° 
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-£3; [8] fl5ft-&»t:**LTO.i-20tt**"C*iitfJ:<» SJSiSlffJt LT, 
&ft7>*x7Afr ^fcffiSft, **>1$fflftli, [8] oft£!2>t:itL 

T, o.l-3te j e*"C*iitfXv». wOfiUSUttffifciifcflMlfc LTIi, 

ox--f jus ; ?jc h — h *)**z#mifbti* ztibommt. 

30 #-24 HH^It^tf «t V* 0 

-ft* [8] Ofl:£*ti* fcfcxtf, [7] (0fk£&£7JHJ-;U8, 

7 x / - ji^M * A: ti f - * 7 x J - 'US t ££<7>#£T*> * v» (i ^#£T ; Ms« 

K* i:'co* ju ** y K« ; 7-fc h > * £<r>f h >S ; ^ 9 J - n,& X V* 
* /-^^ci:'cOT;U3-^^ ; 3 'J y > £jWf<bti, c n<b<7)?§<iti, -« 

tztlM* th'i^A^+vK, i-h'J9^xh4rvKiJJ:U f * , J7Atert-7' 
^•>K * w^^'JiST)^* -> K ; h *) 7 a is «t tfT^fcrt 'J 

;u* >j ; *Kft* h 'J 7 a Js l tf**ft* 'J 7 a cc ZntmiT IV iJ 

o -ft* [7] Ofl:fcttU**LTl-3tt 

*7 i /-)HtLtli, fctittf, 2,4->'7^D7i;-;K 2,4-->*7 

HDf t 7 x , - n,ts xv* * ; t'vmfbti. *n&mmit* -ft* 
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m*fi>mrh*i. mkomz^ m *Mt^u**L-c 0.01-2^ 

«tV> 0 

[7] »fk«*rt, fcfcittf, ^W'7T-r>a-rfW^ 
5 (Chem.Pharm.BuH) , «40* $9^, $2399- 2409li (1992*) * * 

H« [n] offc««, -tt [in oft«*»»#*Ti:RT*f-*fl: 

fckiLtf, (fck*.^ 
,o ^JsJitfTr^tK^^ft if * * * > <Oi&£?§ii ft M«*if % *i * . 

**»fc*«>*«i#|Mf**i*. TOfcH*** HK [n] *>ffc**Ki*L 
T0.1-50«**-C**ltfJ:v». CORl&tt,«r, 0 -150X^30 #-24 B#K 

, 5 — ^ [io] vitzmt, Hft* [9-^«ttMrtfc*. fcc«F# 

*,>?v>) Kft*Wf&*i*. 7-t**ffc««>«H*li. -** [9] nKzrn 
20 fc^iM^** 11 ** 1 <I-R56** l * v '* t * tzttot* ttfb> 

= ^aiiFifJ v> ft wfr«&7 5 >m ; •> ajs* tr*«t h •) * a ft 
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wosfcii, [ia] oik««>wtfcn«**ft^*tfct, a#. 4o-i6or 

■P, 30«—24^BH*1-iitfJ:v». 

-tffcS; [n] Oft^tttt, Htt [12] Oft**<r**«)ffttT4fc«^ff«E 
T> «ff*Ti:K> vMkRlDt;fti-C fcl-J: OH*- *„ 

l/Ctt, * ^U*^^*') 'J J'KfcttMfclffcft*. 
KOttffllli, -ft* [12] *>ffc*«KttLT, 1-100 *T**iur*v. c 
OjRI&fcttfllSft****: LTIi, '<>-e>UJ:0 f h 4**>#*fc*fl:* 

t,n*o cosfcii* o-ispr-e, 30 5f-24B#ra£jfei-*uf*v> e 

[12] <7)<k^li, /-tAlf, y5*^-77-7va-f^*Jl--/ 
(Chem.Phann.Bun) % $40#, £9^, * 2399- 2409 H (IM2*> ft if 
j:C««*«fe-«r ifU J: »)««•*•* wfc*«-C**o 

[17] *>fc*»li, Htt [is] «fc««»#*Tc:llT-fc**fc 

fcfctlf, ^JsitrTK-Wt*^ (fct^tf, x*y-*, ->'** 

coRI&»:«ffl**i.*BB»«t LXli, Mis-tinKKftfc-otttt-.p- Hux> 
u^Bft^WW^*. [15] *>fc£ 

U-C 0.1 -50 ^t?**HX J: v» 0 wORfcli-, i§D^ 0-150"CT\ 30# 
-24B#f3l£jfe-ftUf.fcv,\ ) 

-tt* [15] «rtt£tttt* [1 4 ] ttfc«***^#*T*fcl«F#«E 

T i:a*<» x h n it l-ft-T 3 fc i: <fc •> » * - 1 tf? £ * . - *> RfcKttlfl & * * 

mkximirhM. -Y*m*>m*&* hk [m] *>ft**K**LTi 

fcfc'tffcfflSit* a«» 0-150*CT% 10 53-24 ^H^*t*itfiv». 
-« [14] <Mt£Wi* -** [13] ofc*»*M^ff«T*fcl«Fffft 
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MtfcJOfcfflfili, -«* [13] fl)ft^«fi:>tLTl-5«**T**ltfJ:i». 
*t&£&i:'#Wbft*e tt^Ottfflfttt, -test [13] ofk^»czi*LT 1 - 
o o * * a f n y > fkiftf k*«* ; N.N - >* * ?- >u* ;u a t 5 Kfc 1 tfN. 

<D&mu -mitzitz.mi±.$L£irtiimix<> <tv> 0 z^k^h, m®, -20 
- i6or x\ 10 ft- 24 ^rantei- nif 1 ^ a 

[2] [7] - [18] LTli, -Mst [1] ttjfc 

-tt* [2] fcitf [7] - [18] <&ffc£tt*fctt**if>*>*Ii:i5v*-c» 

-«t^t [2] fcjtf [7] - [is] <r>it£®itza*nh(Di&zto^x. r i 
ciflj^tiLTfc^nfcHfcjt [2] fcitf [7] - [is] fci** 
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i,t, tfzit, ^^ItiH^Ktllio-C, [2] 
XV [7] - [18] offc£»*fcti*0ttt:HS**w ifc, ffliil. 

*yuyf % mm. KM* a*. ww*. sm. mmntw* 

i S<±» ■&**>**» ttfmmzfc CtliMiti c- 

fc*<T*£> M«Ai:iatli, 1 Bf£A:»K £j0.05-IOOOmg/kg gUt, *1P 

1 COX-liiJ:O t 2 (DfttiJW^iMSE 
COX-1 t LTt7y«i»5 ?ny-i (iK7>f ^ny-ttS) , COX- 
2tL-Ct7vjtefi6*C0X-2ffi^D o D (* 4 * fcttffll-*. - 

ii (, t: I Z> 7 9 * K > PGE,^03k&£ £ 6* 3§i£14 i: 1" 4 o 

* . 7T-73DV- (Biochem.Phamiacol.) , % 26 *, % 1051-1057 H (1977 

] m\:xmnoir^h^mm m ?ti«*w ****** v% ' - 

,,g/ml) 25MWM*ff**.OJ>4,ia[l."CJT**K 
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COX-2 7J14<offi!l^*frii. 5^x;v (Mitchell) <bW7Ji£[yD->-7'^ * 

xf ,_X.ty r^'J* ( Proc. Natl. Acad. ScL USA) , &90%* 85 11693-11697 
H (1993*) 3 l-BCZfrtlo t&*>*>. &&fc£5,/ g/ml (!0#ttAnl) »K 
7vlfeSfi*COX-2fSSi n D B, 5mMifc'*7»J>. 5nM^^f*>. 1*M 
^*->**tr50niMM*WM[ (pH8.0) 0.5ml K> y^W^vKi: 
»»S*fctt«Mfc#» (&&fc£l '00 fi gMil) «rtnx/j». 37t:T*, 2 
fr«*«I*ff**.0.04 „ <3|I- M C]7 9*K>« (77vUtt8) «rfrtr 
3Jnmol77*K>K*&1lDL (£fc££ 6.6 ^ M) , 37*CT, 4 frIBJRSE Hi. 
cox iSteoiBSli, «pt/M&w^ft 7r-73Dy- 
(Biochcm-Pharmacol.) > 8 25 & 937-941 H (1976 *) ] UfcCTfr**. 
•f**>*>, ^•Si:n^H>/SI^«' (2 : 1) Ofc£fc2 ml 
»B*#J|:»*. «^fl-li(CJ:»)79*K>»**fll»U»tt1-*. H*o»a 
Sft * 2 EHfc *> ig L fcft v*J§ i:x * J - * 1 ml * Hoi; tt# at-fcfc «£ o 

^a>-t*ollI«lL^*ttJit79* Vym&Wh U**> l ml i'- 
y 3 >**>*-ffl>W7* * o * ti-?'* JfcftiStt 

frUiti* * o ^ * * PGE,tcft* 1 1 , Sfcfcg l%«->'^^ * * + * K 
* £ tr ^ > V o - M: *t* * WMt« I- * * «»»«>1ST fr . COX jfittflM* 

*1 

HSfefclNo. COX-l*P» COX-2ffll»J¥ 



6 - + 

7 - ++ 



20 



25 
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9 

10(1) 
10(3) 
10(6) 

5 10(7) 
10(9) 
10(13) 
10(14) 
10(15) 

10 10(18) 
10(20) 
10(22) 
11 

12(4) 
15 13 
22 



++ 



25 




++ 


26 




+++ 


27 




++ 


29 




+++ 


31 




+++ 


34 


_* 




35(1) 


_* 




35(3) 


_* 




35(6) 


_* 




36 




+ 


37(1) 




+++ 


37(3) 




+-M- 


37(5) 




++ 



W 96/26921 



37 



PCT/JP96/00499 



37(6) - ++ 

37(7) - +++ 

37(8) - +++ 

37(11) - +++ 

5 37(12) - +++ 

37(13) - ++ 

37(17) - ++ 

37(19) - +++ 

37(21) - ++ 

10 41 -* +++* 

42 - +++ 

44 - ++ 

46(2) - +++ 

46(4) - +++ 

IS ; 460) -* ++* 

46(8) - +++ 

46(11) - ++ 

46(20) -* +++* 

46(22) - ++ 

20 46(23) - ++ 

52 - +++ 

61 -• ++* 

62 - +++ 
64 - +++ 

25 70 - ++ 

78 • ++ 



Sit***)!!***. - (lfl**0-25%*ai) .+ (GW?25-50%*ii) .++ (fflS 
£ 50-75%*}$) .+++ 75-100%) T-tfI-o *£Pti. gi&i&g 1 m 
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bra 2 7*j*'<>ynB*wMbR 

(Amiciinittcl-Foischung) , SM2(II)#, »7*, 935-944 J|i:E««>*tt»:» UT 

*j 4 7\9 )V 4 Z&n&7 7 b (M !90-230g) £ 1 » 5 Eftffl U 7ya 

h t LXffiM'*7 ~? 4 y\~-W&M (Mycobacterium tuberculosis) <7>&&?E1S£ 

6 mg/ml Wil^-CSiS 5*/:^»U IfcSB&fl U 0. 1ml ifcW L . T v * 

>Ob*k3tt 14 BBUM&ttl§Ji3«t;J:»)8WL (DayH) , lBlii^ 

io 4BKU tStStftt-tlSr 0.5%(W/V) **fcilt KKiS 3 *> * 1 

ml/lOOg ***>«£-C«Pft5-Lfco **H£5-*>SB (DaylS) 

£ 8fl£ L , TE*>*£ J: ») HUM* * fco 

(%) = (1- (j£4-^<7)Dayl8 Oi?Ji$/ft-§-»ODayl4 / 

(*MR»*> DaylS Oi*B¥/tt!B»«> D-yM *>#M¥) ) * 100 

&2 rv a. toy rm mmm (fflft iom g /k g ) 



%mm no. ww*(%) 



25 



1 


30 


7 


41 


8(2) 


39 


8(3) 


37 


8(4) 


45* 


9 


25 


10(11) 


22 


10(13) 


27 


10(14) 


38 


10(22) 


46 
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34 


35 


35(1) 


39 


35(2) 


62* 


35(3) 


38 


35(4) 


57 


35(5) 


52.* 


35(7) 


57 


36 


44 


37(3) 


34 


37(6) 


42 


37(8) 


48 


37(9) 


46 


37(10) 


56 


37(11) 


47 


37(19) 


22 


46(2) 


30 


46(19) 


25 


88 


50 



20 * It. fflSl mg/kg-C?1!l^L^o 

\W7 -S&<D<? 4 * -J y (ft* 180-230g) fcftffi I , 24 B#ffi 

(#.iiB&u£J&2-£*) o.5%(W/\o^**^ D -**^ : &»3 ? "* 
25 Lfcft, I*«ttU 1%(V/V)**^'J >»*-C 30 
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HjfefllNo. fflft(mg/kg) 



7 



100 



0/7 



9 



100 



0/7 



0/8 



vf>K>^*>> 10 



8/8 



2 — (2,4-/7^*D7i;%-» -4'-\>«?-**fr*-fr-- 
4 b D- 1 , 1 *-fcf 7i-)l/ 50mg 
fltg 114.5mg 

CKd^v 7n t: IH: ;w o - x 2mg 

WW**/ *+fr*iA>v~"*i>*' s s*)** 10mg 



mm 2 

2- (2,4 -/7* + D7xM-/) - 4 -fr- 



it 



200mg 



4 h a- l . 1 --t:'7i-;u 



25mg 



W 96/26921 



41 



PCT/JF96/00499 



49mg 
36mg 
Img 



l.2mg 
1.2mg 



II 120mg 
i^jt^ 1 £#Otmfc LTKt&KJ: »)f£«fc1-£o 

2- (2,4->'7Hn7x; + y) - 4 > f-*X*7 -f 



4 hn- l, l'-e7x-;v 



50mg 
74mg 



15 



ttBfl-feA'n-* 55m « 



2mg 
15mg 
2mg 
2mg 



20 



25 



# | 200mg 

4 

4--hn-l.r-t'7x^jl »00mg 

IL« 49mg 

«****n-* 55mg 

kK0^v7'nli)H:«'O-^ 2,118 
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*r7'J >B£"7^*>"7^ 2mg 



|| 225mg 



mm 5 

2- (2,4->'7)l'*D7xMy) -^-j**-***?*-*- 



I0 4-- hD- l,l'-e7x-;W 200mg 
8ttS B Vt>l'°-* ,00m 6 

*r7'J >&v7*>7 ^ 3m 8 



|f 333mg 



JA±* 1 LTSfet:* Oftfflfc-f*. 

jo v 'J * r ^ 60, 70-230 ^r/a [silica gel 60, 70 - 230mesh ( ^ ^ 7 tttil) ] * 
fcfflU-o »*OftO«5Rrti:Eit«)»«l4» ll*£iIfl£Lfc& B 1^W£ B B B j§& 

d t -DMSo: r/^f^m> K 

Me: 

25 Blif-^ft 

Ph : 7x-)i'l 

> -t* > 0.65g. 4-^f'^t7x-^M)7fil'f> 0.98g X Vt Y 7 * * 



PCT/JP96/0O499 

WO 96/26921 43 



(F')7x-M^7^) /<?v'7A(0)0.07g * hJWX> 13ml UtlDx* 4 

*ltf, SfeSa B a02- (2,4-/7^07xMv) - 4 4 - 
5 - |*o- l,l'-Vf7i-^0.26g £t#£o 
B>A:91-921C [x*y-*] 
NMR(CDCI,): S 2.50(3H,s),6.8-8.1(10H.m) 

10 No.2(l) 

2- (2.4-/7^n7x;*y) -4-^^-1.1-^71-^- 
IR(neat)cin ':1730,1505 

NMR(CDCI,) S te:2.50(3H.s).3.90(3H,s).6.7-8.2(10H.m) 
15 No.2(2) 

2- (2,4->'7KD7x/*y) -4 , -^W*--l'.r-^7xi*- 
IR<neat)cm-': 1720.1505 

NMR(CDCI ? ) S <t:2.50(3H.s).3.89(3H,s).6.8-8.0(10H.m) 

E^a^Ti:i-VD^-2- (2,4-v7Hn7x/4-» - 4 --hn 
^>-t'>4.00g, 4-^^^f-+7x-iW + '7i$2.44g, 2 M^g^F 'J ^ 
ifcl2.lml J3<fctfxh7*X (M)7x-^X7^) ^r^AfOlO^gH 
jux> 80ml fcitfx*/-* 12tnl^^?§^tD^, 4 EfflMSiliiSii:*. 

25 iitwiinwtwtim*. ****** 

- (2,4-/7KD7x/+v) - 4 '-^Wt-4--fn-l.r-lf 
7x^^4.08g £f#&e 
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».^|-92*C {3.9 J- *\ 

NMR(CDQ,): S ft 2.50(3H.s).6.8-8.1(10H,m) 

j|lt«l3kB«UL-C*l a-c*Mfc#»*tt*o 



Si a 




R" 5 f 










R 1 


n 


R 3 


R 4 


R 2 


4(1) 


CH 3 


0 




u 

n 




4(2) 


CH 3 


0 


OCHj 


H 




4(3) 


CH 3 


0 




H 




4(4) 


CH 3 


0 




H 




4(5) 


CH 3 


0 


NHCOCHj 


H 


-0-® 


4(6) 


CH 3 


0 


H 


N0 2 




4(7) 


CH 3 


0 


N0 2 


H 


-co-© 
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SI b 




(°)n 








n 


J? 3 


R 4 


R 2 


4(8) CH 3 


0 


COOC/fc 


H 


-o-(q>-f 


4(9) CH 3 


0 




H 




4(10) CHj 


0 




H 


-OCH 3 


4(11) CH 3 


0 




H 




4(12) C2H 5 


0 


MO. 


u 
n 




4(13) CH 3 


0 


H 


N0 2 




4(14) CM, 


0 


H 


CF 3 
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Si c 




R" 


$ — 

fo)n 








R> 


n 


R 3 


R 4 


R* 


4(15) 


CH 3 


0 


F 


H 




4(16) 


CHj 


0 


H 






4(17) 


CH 3 


0 


CF 3 


M 

H 




4(18) 




0 


H 


CH 3 


F. 

-0-®-F 


4(19) 


CH 3 


0 


H 


OCH 3 




4(20) 


CH 3 


0 


H 


CHO 




4(21) 


CH 3 


0 


H 


CN 


-<>^-F 



$1 a - c oftfc**>*tt*J3lTi:5;-f". 

No.4(l) 
St£:81-82t 

5 NMRCCDCI,) 5 <£:l.l-2.0(IOH,m).2.50(3H,s),4.1-4.7(1H,m).7.1-8.0(7H,m) 
No.4(2) 

IIUnwOciir'ilSBS.WgS.mS 

NMR(CDCI,) 5 11:2.5 1 (3H,s),3.76(3H.s).6.5-7.6(12Hjn) 
No.4(3) 

10 Ifcj&90-9lT: [*9 J- »1 
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NMR(CDCI,) 8 fit:2.50(3H.s).2.55(3H,s).6.7-7.9(10H.m) 
No.4(4) 

S6:96 -97 , C [x 

NMR(CDCl,) 5 ffi:2.49(3H,s),6.8-7.6(10H.m) 
5 No.4(5) 

lt*:131-133t: [4 V^O k?*x~f 

NMR(CDCU * € :1.3-2.1(10H,m).2.20(3H,s),2.60(3H,s).4.2-4.5(lH.m).6.8- 

7.7(8H,m) 
No.4(6) 

10 B!*:76-78 , C V7*D tffrx— r*] 

NMR(CDC1,) ^ tt: 1 .2-2.2( 1 0H,m).2.50(3H.s),4.2-4.7( 1 H.m),6.8-8.4(7H.m) 

No.4(7) 

IR(neat)cm , :1670,1520,l345 

NMR(CDC1,) S<i:2.45(3H,s).7.0-8.6(l2H,m) 

15 No.4(8) 

IROwaOcm-': 1720.1505,1460.1290 

NMR(CDC1,) 8 1i:2.50(3H.s).3.89(3H.s).6.7-8.1(IOH.m) 
No.4(9) 

S>*:102-I04t: 
20 NMR(CDCI,) 5ffi:2.60(3H.s).4.10(2H.s).6.9-8.3(!2H.in) 

No.4(10) 

Bl*:108-110t; [3.9/-*] 

NMR(CDC1,) 8 <l:2.60(3H.s).3.90(3H.s).7.2-8.1(7H,in) 

No.4(ll) 
25 Sfe.^:88-89 , C [X*/-*] 

NMR(CDC1 ,) 8 <£:2.46(3H,s),6.8-8.4< 1 1 H.m) 

No.4(12) 

lt*:69-70 , C [x^y-JW] 

NMR(CDC1,) 5 fi|:l .35(3H.t.J=7.5Hz).2.93(2H,q.J=7.5H2).6.8-8.1(10H.m) 
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No.4(13) 

m(neal)cm , :1520,l505,1345 
NMR(CDCl,) 8 <|:2.52<3H,s).6.7-8.4(10H.m) 
No.4(14) 
5 IR(neat)an ':1 505,1335 

NMR(CDQ,) 8 (£:2.52(3H,s),6.9-7.7(10H.m) 

No.4<l5) 

IR(ncat)cm- , :1590,1485 

NMR(CDC!,) 8 fi&:2.47(3H.s),6.8-7.8(12H,m) 

10 No.4(16) 

IR(neat)cin-':1680,1505 

NMR(CDC1,) 8 H:2.47(3H.s).2.54(3H,s),6.6-8.1(10H.m) 
No.4(17) 

IR(neat)cin- , :1510,1330 
15 NMR(CDCI,) 5<i:2.52(3H,s),6.8-7.7(10H,m) 

No.4(18) 

IR(neat)cm ':1 505,1250 

NMR(CDCI,) 8 fit:2.34(3H,s).2.45(3H,s),6.6-7.7(10H.m) 

No.4(19) 
20 IR(neaDcm-':1505.1480.1205 

NMR(CDCI,) 8 fe:2.53(3H.s).3.84(3H,s),6.6-7.7(10H,m) 

No.4(20) 

IR(ncai)cm ':1695.1505 

NMR(CDC1,) 8 fi|:2.50(3H.s).6.7-8.2(10H,m).10.00(lH.s) 

25 No.4(21) 

lt*:94 -95t: [3-9 J-*] 

NMR(CDCl,) 8 H:2.49(3H.s).6.8-7.8(l0H,m) 
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?- * 7 x - /U * 7 & 1 .50g, 2 Mi^K-f h 'J *) 9. 1ml X V s r r 7 * 

Mb^x-***?* >)M*7v7A(0)0.32g t b 50ml & X If i * / - 

;nomios^-i§fii{^x.» 2^wtoftaat***« 

>:R»xf-* = 5:1 ] ■C«»1"*ltf» 2 -** 4 

-4 J-D- l, 1 '-t*7i-^2.00g £*#£o 

NMR(CDC1,) 5 ffi:2.52(3H.s),7.9-8.9(7H.m).10.1(lH.s) 
10 (2)^>v^ r 'J 7xii*X*i">Arn 5 K0.87g£* ? lOmlUjgKS 
■^M? 28%(W/W)* MJ7in*vK^^- * iStffi: 0.35g i 2 - * * 
= ;u _ 4 ^,^^-4 |.d-1,1 '-fc*7x-;K).50g £lNz.*1s\mf&X' 

-CpH5.0 UHSt. WttS^fl-^So »feJlfc*M**JS*O f a»*** , C 
?nm-tiili*&*&AWto0>4'- 4 po-2-*f-'J JU- 1 . 

1 117 x- A 0.60g 
IR(neaDcm':1515.1345 
20 NMR(CDC1,) 5li:2.60(3H.s).6.4-8.7(14H,m) 

M3l#H^Tt:i -7u*-2 - (2J->'7)^07i-m) -4--H 
D ^ > -t* > 0.90g, 4 - > ^ X - * 7 x - )V b 'J ff- JUf - > 1.39g £ «t Off- 
b 7 * X ( b ') 7 x-;l/* ^ 7 < » *<1 V 7 A(0)0.09g £ * "> U > 18ml UflDx., 
25 SMllftlX^^ie **»*»*Lfctt, «ETU**fr**-r*. f»*it 

tznmz* 7A?o7f/77^- ; ^**>#»xf - 2 : 1 ] x- 

fi||i+*UJ\ m&&&<r)2 - (2,4-->'7;^D7x-;vft) 
j|,*i*-4-- 1. l'-k*7x-;U0.27g 
ft6 : i46-147r [x^Z-Zl'-T-th-MJ 
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NMR^-DMSO): 8 ft 3.31(3H,s).7.1-8.3(l0H.ro) 

7 0.70g *&<fc> * ^ > l^ml U***** 0-5 o nfi£.& 

s #Ko.29 g Mil. ware 2*iMH*+a. Bea********** »• ,j * 
7^«v^«h, «ETu»«t«t*. >- 

*-CWIl+*ltf. 2- (2,4->'7HD7x/^) -4'-** 

*X*7<-*-4--hn-l,l'-e7xi*fc51g***. 

10 »A:137-I38r [X*/-*] 

NMR(d 6 -DMSO) 5 1fi:2.81(3H,s).7.1-8.2(10H.m> 



'"fan 
gffiWNo . R 1 n R 3 * 4 

8(1) CH 3 ' COCH 3 H 





R 1 


n R> 


R 4 


R* 


8(1) 


CH 3 


1 COCH 3 


H 




8(2) 


CH 3 


1 H 


NO 2 




8(3) 


CH 3 


I H 


CF 3 




8(4) 


CH 3 


I M 


CN 





is £2 0ft#$*>&tt*&"l r i:*1"o 
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No.8(l) 

M&:\2S-\26X: [x*y-;i0 

NMR(d 6 -DMS0) $te:2.57(3H.s),2.80(3H.s).7.O-8.1(IOH.m) 
No.8(2) 

5 it*:165-166t: [x*y-/W] 

NMR(d 6 -DMSO) S fe:2.82(3H.s).6.9-8.4(10H.m) 
No.8(3) 

j8>*:79-8lt: [A+t>-if*x-- r;Wft£igi&] 
NMR(CDCl,) 5 <iS:2.78(3H,s),6.7-7.8(10H.m) 
10 No.8(4) 

tt£:i09-uor [^**> - < v/o e^x-x 

NMR(CDCl,) $ 1i:2.78(3H.s),6.7-7.8(10H.m) 

2- (2,4->'7^tD7x/4v) -4'-)'f«'f*-4--hD-l,r- 
15 £7 i-^0.70g«rilfb>-^ W > 14ml t:j§#$i*\ 0 - 5 t*Cm- * n oi§$.|. 

;wiJ J: tfx ? / — iwmsmi&X-n&ik-rinif. ISfefS SO 2 - ( 2 , 4 - 7 * 
20 to7i/*y) - 4*- >f-*XA'*x*- 4 -x h n- l, l \£7 ix;w 

0.62g znz>o 

ii£:181- 182*0 [x^y-JU-7-t bx h 'J 
NMR(d t -DMSO) 5 fit:3.30(3H.s).7.0-8.2(10H.m) 

25 Hffi0!l9 tTOi:LT^3 a-cOfk^«r(f*o 
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£3b 














J? 1 


n 






** 


10(8) 


CH 3 


2 


COOCty 


H 




10(9) 


CH 3 


2 




H 




10(10) 


CH 3 


2 


no 2 


H 




10(11) 






NO* 


H 




10(12) 


C2H5 


2 




u 

0 




10(13) 


CHj 


2 


H 


NO; 




10(14) 


CH 3 


2 


H 


CF 3 
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83c 




10(15) CH 3 2 f » 

10(16) CH3 2 H COCH, -O^-F 



10(17) CH 3 2 CF 3 H 
10(18) CH 3 2 H CH 3 



10(19) CH 3 2 « 

10(20) CH 3 2 N0 2 H -CH=CH-@ 



10(21) CH 3 2 H COOCHi 
10(22) CH 3 2 H CN 



-<£^-F 



$3a-c oft^»^tt«rJaTJ-^i"« 
No.lO(l) 

»£:149-I49.5t 1*9 J-*] 
5 NMR(dj-DMSO) ^<fi:l.l-2.0(10H,in).3.12(3H.s),4.2-4.7(lH.m)7.3-8.2(7H.m) 

No.l0(2) 

Sl*:159-I60t: [T-fch-M*] 

NMR(CDCU) 5fi|:3.00(3H.s),3.76(3H.s).6.5-7.8(12H.m) 
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No.l0(3) 

NMR(d 6 -DMSO) a fit:2.57(3H.s),3.27(3H.s).7.1-8.1(10H.m) 
No.l0(4) 

NMR(d t -DMSO) $ <it:3.28(3H.s).7.l-8.2(10H,m) 
No.l0(5) 

»*:184-186t: [x*y-H>] 

NMR(CDC1,) S m :1.3-2. l(10H,m).2.2<X3H.s).3. l0(3H,s).4.2-4.5(IH.m).6.8- 

10 8.1(8H,m) 
No.l0(6) 

gt*:145-147t: [3-9 J 

NMR(CDCI,) 5<t:1.3-2.2(10H.m).3.10(3H,s).4.3-4.7(lH,ni).6.9-8.4(7H.in) 
No.10(7) 

15 It £:170- 172X3 [3-9J-*>] 

NMR(d t -DMSO) d <it:3.20(3H.s).7.5-8.6(l2H.ni) 

No.l0(8) 

».fi:166-167r [7-th-b'J*] 

NMR(CDC1,) 5 ffi:3.(XK3H.s).3.80(3H.s).6.7-8.1(10H.in) 

20 No.l0(9) 

i»A:l82-184t: [7-tebxh'J*] 

NMR(d 6 -DMSO) 5 m:3.29(3H.s).4.09(2H.s).6.9-8.2(12H,m) 

No.lO(lO) 

it£:199-20lt: [7* f x h "J 
25 NMR(d 6 -DMSO) 5 <I:3.28<3H.s).3.95<3H.s).7.6-8.3(7H,m) 

No.lOOD 

S>*:2l9 -220t: [X* / - *-7-t b - M *ft*»ft] 
NMR(d t -DMSO) d <|:3.23(3H.s).7.l-8.4(l lH.m) 
No. 10(1 2) 
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»*:125-I26T: [x*/-*] 

NMR(d 6 -DMSO) i(i:l.l6(3H.t,J=7.5Hz).3.40(2H.qJ=7.5Hz).7.2-8.2(10H,m) 
No.lO(13) 

Jtt^:186-187'C [x*/-*-7-fch-b'J 
5 NMR(d 6 -DMSO) * ffi:3.30(3H.s).6.9-8.4(10H.m) 

No. 10(14) 

»fi:103.5-104.5TC [4 V/D f^X-xlW] 
NMR(CDCI,) 5 <I:3.10(3H.s),6.7-8.1(10H,m) 
No.l0(15) 

10 »*.:122J-125.0TC [T-thxh'JJW] 

NMR(CDC1,) £ fe:3.06(3H.s).6.8-8.0(12H,m) 

No. 10(1 6) 

153.5- 154.5t: [x*7-*] 
NMR(CDG,) <5fii:2.60(3H.s).3.09(3H,s),6.7-8.2(10H.m) 

15 No.l0(17) 

Sl*:132-l33 , C [X*/-*] 
NMWCDCl,) 5 <l:3.10(3H.s).6.8-8.2(10H,in) 

No. 10(1 8) 

®*:119-120r [4 V^D^x- f;H 
:o NMR(CDCU) 5{I:2.38(3H,s).3.06(3H,s).6.7-8.1(10H.m) 

No. 10(1 9) 

1116:128- 129^ [X 

NMR(CDC1,) ^(i:3.08(3H.s).3.86(3H,s),6.5-8.2(10H.m) 
No. 10(20) 

25 »&:2l8-2l9t [7-th-HJ/W] 

NMR(d 6 -DMSO) S fl|:3.31(3H.s),6.9-8.7(14H.m) 

No.l0(21) 

Bl*:141.5-142.0t: [x*/->u] 

NMR(CDC1,) 8 <g:3.09(3H.s).3.92(3H.s).6.7-8.2(l0H,m) 
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No.l0(22) 

a*:l63-l64t: [3.9/-*] 
NMR(CDC1,) S fI:3.10(3H.s).6.8-8.2(10H.m) 

5 (1) 2-^*v-4'^f^^-^-4--bO-l,l'-^x-* 
5.60g tMttnl H J:tf 47%*ifc*«30ml 4 

l^^v^t^H, *CTt:*****i-*. #^*ifcM*i^v^ 

15 »*:250lC£JLJi [7-th- M*] 

NMR(d 6 -DMSO) S fi|:3.28(3H,s),7.6-8.3(7H.m).U.O(lH.s) 

ml On*., *v>-C, M-C 2 - It Ka * v - 4 

- 1 . l • - \L 7 x - * 0.40g * 5 frP* 1 ] X'^SJ^tlDi- * o RifiK-C 30 frHltt* L fc 
20 ft. K£ft**U 40-C-e, v^D^>f^ro5K0.17ml(ON.N->'^;W* 
W7 5 K2 rtftttt l3 5»«T-r*. Blltf30»WWlfcl. 
60%(W/W)^^ M 7 A 0.05g *»0;l*o EUSftMC 40t"C, ->^^f 

&*ifcM*C*v*ne*x-***»iU jtWttiiX. ««feH«* 0.38g 



o 
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0.34g£&*o 

tt£:169-171.5T; [T-tb-M*] 

NMR(dt-DMSO) * m:1.3-2.4(8H,m).3.29(3H.s),4.8-5.3(lH,m).7.6-8.4(7H.m) 
5 f^tfUl tB*ULT*4«>ik^*<:»*o 



$4 




12(1) CHj 2 N0 2 



R 2 



H -OCHiCHfo 



12(2) CH, 2 NO 2 M -0(CH 2 fcCH 3 



12(3) CH 3 



2 W0 2 H -OCH,-© 



12(4) CH, 2 N°2 " -O-© 
12(5) CH, 2 NQ 2 » 

No.l2(l) 

tt*:148-149T: [X*'-*3 
,0 NMR^-DMSO) 8 {£ :1.30(6H,«U=6.0Hz).3.30(3H.s).4.5.5.3(lH.m).7.6-8.3(7H,m) 

No.l2(2) 

Bl.£:127- 129*C [x * / - *] 

N^-DMSO) S <I :O.89(3H.LJ=6.OHz).l.00-2.0O(4H.m).3.30(3H.s).4.19(2H.t. 
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J=6.0Hz).7.6-8.2(7H.m) 
No.l2(3) 

tt.«:204.5 - 207 , C [T-fch-HJ*] 

NMRCVDMSO) S fit:3.27(3H.s),5.34(2H.s)J.42(5H.$).7.5-8.3(7H.m) 

5 No.l2(4) 

»*:182-I84t: [7-th- h '^3 
NMR(d 6 -DMSO) S <g:3.26(3H.s),7.0-8.4(12H,m) 

No.l2(5) 

1KA:110-1I2T; [xf-^i-f-JW] 
10 NMR(d 6 -DMSO) 8 ffi:0.9-2.4(12H.m).3.28(3H.s),4.9-5.5(lH.m).7.5-8.3(7H.m) 

mmm 13 

iSK1k*»0.21mli3J:U r ^* , ^AO.OIg *JlO;L, SCCT* 2 ^«^1-4o 

|7^^At«t«*. «ETt»«*»r*. HtftfcJIWtTth 
- h »J )H?IWrtf*itf, IfeW4-*^*^^-2- (2. 4-5/7** 
n7x/*v) -4--p«^;wx^*-^-i.i , -^7x-;uo.20g«rt#^o 

20 M*:233-234X: 

NMR(d 6 -DMSO) S ffi:3.27(3H,s),7.1-8.2(12H,m) 

%m 14 

*M .3 tmWZLX. *-**><*<*-*- (2.4-^*P7xy* 

25 »*:232- 233X: [TthiHJ*] 

NMR(d„-DMSO) 5 fe:3.28(3H.s),6.8-8.3(l2H.m) 

2- ( 2 .4-v7**07x/*-» -4-^f^^-4-^D-l, 
r -tf7xX,W0.5g, ft»0.43g. tt1kT>*^^a04gfrx^y-*51* 
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-5> c ft <b *ifcR3» * 7 -t b - b »J * H X x * y - fffca 1 ?, t n 

;p * ;u * x * - 1 , 1 ' - £ 7 x x ;v o.33g £ # h 0 
MAai8-2i9r [x* y - *-r* b - b 'i 

NMR(d 6 -DMSO)*flt:3.20(3H.s),5.52(2H,s),6.05(lH.d,J=2.0Hz).6.44(lH.dd.J S 9.8Hz. 

2.0Hz),7.0-8.0(8H,m) 
10 $Jfcffl6 

HWIlSkPWiefC, 5-7W-2-(2,4-/7^D7x^v)-4' 

K&:131 - 132*0 [i^y-^-7-tbxh'J /Wftg-ftft] 
NMR(d t -DMSO) 5lg:3.22(3H.s).5.18(2H^).6.7-8.0(10H.m) 

15 Hifefll 17 

4 _ 7 , y _ 2 _ (2< 4--;7)WD7xMy) -4'_^f-iW^;w*xJU- 1. 
l'-t*7xX^0.2g 3 Sriifk^^l'>4mlt:i§«?$«. *$T, HJx**T5 
> 0.09ml i5«I:y f St7KKK0.06ml«r«l»A» W2W«»tJ. Rl&ft* 

2N«tpHi.oi:lIt. **»*»«+*. ****** 

iWi-CWtJH-iltf. *ftii04-7WTW-2- <2.4-v7**o 
7lM .» _4*_^f-/UX)l,*x>U- i,r-kT7xX/U0.13g«:#&. 
M&213-216t [x* /-*-7-fc b - b 'J iWftMtt] 
25 NMR(dj-DMSO) ^:2.02(3H.s).3.24(3H.s).7.1-8.2(10H,m).10.12(lH,s) 
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NMR(d 6 -DMSO) S fit:2.10(3H.s).3.30(3H.s),6.9-8.1(l0H,m).10.1O(lH,s) 
$mm 19 

2- (2,4->'7)WD7xy*v) -4--*f-*X**-*-l.l'-*?* 
i/U-4-*/H|C>«yf-*a30g«:^***>6inli:*»**. IN 
5 *»t* b 'J ^A7jci#iR6 ml tftiU M?2iMMt*+*. Rfc»*»* 2 N 
WCpHi.0 i:f3HU #^*Mtr**iir«D 

4. fcfeKfcMfcfci^-^WMfc+fttf. *SfelSSW2- (2.4-/7 

10 ^&0.22g fc*#*c 

K£:209-210r [x*y-*] 

NMR(d 6 -DMSO) 5 <i:3.30(3H.s).7.2-8.1(10H.m).13.0-13.5(lH,bs) 

»*:227-228t: [x*y-*] 
NMR(d 6 -DMSO) 5 1i:3.28(3H,s),6.6-8.3(1 IH.m) 

21 

20 1 .00g * x 9 y " » 5 mU* 5 ml £ * t>*r h 9 K K o 7 9 > 10ml *>»*»«!:* 
*$T. *3Wfc*->*+K'i->Aa'mil:l0fl'«-C*li., B«fl* 

P H2.0 KlttU *«H*fr*t*. »Wfc*«t*lliOWltt*«* 

25 MH7^o7K77^ [»n»;^+*>»»*^*-iftl]-e« 
Ri-tttf, »«feH»» o.74 f tin.********™ h ,J 

■rnif, *«»«>2- i.-tKotw;*) -4--******-*- 

4 _ - n - 1 . r-£7xXJK).65g *ft4o 
»jft:161-163r [T-thxh'j^] 
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NMR^-DMSO) S « :3.30(3H.s).5.80(lH.(l.J=4.5Hz).6.30(1H.d.J=4.5H Z ),6.9- 
8.5(12H,m) 

5-7**^-2- (2,4->*7HD7xMy) -4'->*A-***^- 
5 1 . 1 • - e 7 x - * 0.40g, 11* H K n * * * 7 * > Q.07! * * t£ 'J v > 0.08ml 

iWETUittHt*. 

ft b tifc AS* H7A?a?b^7<- [Mtt ; > dWH^ * =20: 

10 1 ] -cmmtM. Ife^S^ 5 - + -2- (2, 

4-y7^D7x^-»-4'-^^^-^-l.r-e7x^0.20g 

tt£.:223-224t [x*/-*] 

NMR^-DMSO) 5<i:2.2(K3H.s).3.27(3H.s).6.8-8.1(10H.m).11.25(lH,s) 
IS %MM23 

2- (2,4-y'7^tn7iMv) - 4 --A*****x;i,-l,l'-e7x 
x*- 5 l.OOg tXLKLtW 10ml c:****. *fc**i* 
0.54mH3«tU f N.N-->'>^^*^^7 ^ K 0.1ml fcttlx., 1.5 B#P.3®ifi$-t*\ 

20 7>*-7*1.7W***Ti:*TU 20-23*? 24*PMt*-T*. 

<05-*)M^^-2- ( 2 ,4-v7^D7x/+v) -4'-*f **** 
25 x;u- 1. r-Vf7*-^0.50g £&£o 
jm*:232 -233t: [7-fc V- f »J *1 
NMR^-DMSO) a €:3.28(3H.s).6.8-8.3(l2H.m) 

24 

a*#B»T»:5-ro*-4- (2.4-^tD7xMv) -v-^y 
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WO 96/26921 6 -> 

D7th7 -ij K 1.30g, 2Mft*7-M 

* 3.4ml ii J: W b 9 * X ( V 'J 7 x - ** X 7 < » /<9 y' •> A(0)O.I2g 

* h;vxy 26mli3i:y r x5'^-'M ml ©a**«UtO*., 2 

4. ****il*Lfc*. a*****^*^******* **«^ 
^v^f^H, *ETG***«*+4. #6ftfc*«lt*n>n 

l'-tf7x-;wo.95g £$&o 

a*:l38-i40t: [X^y-;W] 

NMR(d 6 -DMSO) 5 ^g:2.l2(3H.s).2.53(3H.s).6.8-7.9(9H,m),l0.30(lH.s) 
Hfcfll25 

5-7***7*/ -2- (2.4->'7^07xM-» -4'-*****- 
4 _- hD -l,r-^7x-;W 0.90g *£ft> * U > 20ml l-***tf» *#T, 
m- > 0DMfJ|«a99| ware 1 *«*#■*-*. RI&ft««r«D 

&&*5ft7 h')7i *»»U * ^ ' j * ***** * #»»*»*?** 
ftiMb, fc**tt^ «ETU*«<r«*t*. 

aatttx^y-ju-c^ai-ii^ *fefca*>5-7-tf-*75,'-2- (2. 

4 - v7^D7xMv) _4-_>^-;^**x;u-4-xhD-l.l--t* 

7xx;W0.60g fctf&c 
»*:l90-l9l.5T: [x*/-*] 

NMR(VDMSO) a «:2.l l(3H,s).3.30(3H.s).6.8-8.4(9H.m).l0.33(lH.s) 
H&W26 

5- 7***7* 2- (2. 4 -v7^07xM-»-4'-/f^H 
-*-4-x m-l.l'-*7xs* 0.5* lOml *Xtf6N*K 

, 10ml ©ft***:**. l*W««***. EMWIMW****** 
*«ft**«l=*l*.. IW»**tb , ^*"PpH8^^«»^ *WI«:»»-r*. 
* * HfcSfcl * * * * WW«*^ **fcS*v t* * y 7 a -e* 

Ji** % ilETi:**t**+*.»^ ftfc *«» fc,Mx ^*** 0fX ^ ,l ' X " 
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D7xy*v)-4'-^^«"t^-4--hO-l,r-f7x^0.23 g 

ft A :212-213t [»f *-xf-**-* »***«] 
NMRCdj-DMSO) 5 <I:3.27(3H,s),7.0-8.3(l lH,m) 
5 £jfc0927 

5 _ 7 = y _2_ (2) 4-y7^D7xMy) -^-.Jf-****-*^ 
- - h d- l . r- \£v x-;u 0.20g SrN.N- v ^ f-A'T* b 7 * K 5 ml i:SH 
*#T\ x-****** 1 )*'* 01 ) K 0.07ml fcJjllx^ Him"? 1 B||SHft#1-&o 

*,***x*- 4 b n- 1 , 1 Vf 7xi* O.I8g Z&Zo 

tt£:158- 159TC [x 9 J - *>) 
IS NMR^-DMSO) 5 « :1.35(3H.U=7.OHz),3.30(3H.s),4.40(2H,q.J=7.0Hz),7.O- 

8.4(9H.m),U.40(lH.bs) 

mmm 28 

EWBfcT, 60%**ft-J" b 'J *^ <U5g b 7 b*n 7 7 > 5 ml U«* 

$ 2 < , 1ST V Xf * * * * y * 0.82g * £ tf b 7 fc K O 7 7 > 

,WtD7x^v)-5-*^5^-4-^^*-l.T'-t'7xX,H.30g 
**tr*K9*Kn79> 10rt**«*1*TU H«tHW«»ti. 
RS»«t**i:tDi« lN^T' P H2.0i:ll^t, *»xf.n,-c»m+*. 

uwn*tt*-c ■**«* . ***** y * -> 7 a ? * 
•c«s-r*iif, 3- (4- 

(2, 4 -/7^o7xMy) -3- (4-/fWx^) 7xx*) 

7?'J /Uftif-Jl' 1.50g 
IR(neai)cm , :l710.1505,l250 
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NMR(CDCI 3 ) S & :1.30(3H,U=6-OHz). 2.50(3H.s). 4.20(2H.q.J=6.0Hz). 
6.40(lH.<U=16Hz), 6.6-7 .9( 11 H,m) 

3- (4- ( 2 ,4-v7^D7xMv) -3- (4-^m7x-)H 

h •)*****. f*«t 'J * ****** iF«*«Utta*« 

»ft. WtM^y* 1 /^^**, *ETC*****+*. 
10 **U-f V7*ne*i-r**fln;L, **+*ttf» ttfeftfc 
HM**^-****!^*^ *fe**»3- (4- (2.4-->'7**o 

f-ju i.0Qg£ft&o 

KA:I10-I12t 

,5 NMR^-DMSO) 5 ft :1.27(3H.U=6.0Hz), 3.28<3H,s). 4.20<2H.q.J=6.0Hz). 
6.70(lH,dJ=16Hz). 6.9-8.4(1 lH,m) 
^tfe^l 30 

3- (4- (2.4->'7^07xMv) -3- <4-******-*7* 

***fl4Rt*. 1 N£B*T- P H2.0 UP 

25 * v ynif*x-***10iL *Wt*ttf. *M»(M4f «r#4.»f»*LfcB 
^HVT-ae^^^-K^W *fctt»«)3- (4- (2,4- 
.; 7 **07x/V/) -3- (4-^f^^x^) 7* = *) 7 
? ') >v&0.30g 

M:179-W1T: [<v7oe*7*3-*] 
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NMR^-DMSO) S fe:3.29(3H.s).6.60(lH.dJ=16Hz).6.8-8.4(12H.m) 

5 _ 7 :;_2 - (2,4->'7)^D7iMy) - 4 * * * *- * - 1 . 
r _kr 7x -;i,0.58g £&ft;<f- ^ 10ml KM?-*, **&T\ >*> 0.14ml 
5 itiaz-Zo *v*T% xf-A'**-* , J/U*a'J K 0.19ml fciSTU l^iSST* 1 
RI&*#*t**«:lniiL, 2 NilK-C pHl.O i:*»U 

-tic &htitzG&mi:*&*v&ft&&&' (: ~® : kft&&* teimsc*?*''* 

(jfi * y - juoS£**-C?MS*1- *u**fcfettft«> 2-(2,4-/7^o7x 
10 /*v) -5-xh**U*75/-4 , -******-*'-l.l , -tf'7*- 
;l/0.52g 

ft .6:1 U-112t h-h'J 

NMRCd.-DMSO) 5 IS :1.33(3H.U=7.0Hz).3.26(3H.s).4.33(2H.qJ=7.0Hz).6.9- 
8.2(10Hjn),l0.97(lH.s) 
15 *JfetRl32 

X*M31 fcRWUl/C, 2- (2.4-v7^D7i^v) 
S6*:159-160 , C [x^-*-7th-h^l«ll 

NMR^-DMSO) 5 fit :1.30(3H.t,J=7.0H2),3.27(3H.s).4.32(2H.q.J=7.0Hz).7.2- 

20 8.1(l0H.m),10.97(lH.s) 
3Stfcfll33 

*tSW3 2:ISI»UtT*8^t^»<:»*. 
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No.33(l) 

IR(Kit)cni- , :l505. 1345 

NMR(CDCl,) ^fit:2.5l(3H,s).3.8l(3H.s).6.8-7.8(9H.m).7.9-8.4(2H.m) 

5 No.33(2) 

IR(KBr)cm- , :2225, 1 520. 1 345 

NMR(CDQ,) 5lt:2.50(3H.s), 6.9-7.9(9H.m), 8.2-8.5(2H,m) 
No.33(3) 

IR(KBr)cm- , :1525, 1350 
10 NMR(CDC1,) dfit:2.46(3H3).6.7-8.5(l!H,m) 

No.33(4) 
IR(KBr)cm':2225 

NMR(CDC1,) *fe:2.46(3H,s), 6.7-7.9(1 0H,m), 8.0-8.3(IH.m) 
No.33(5) 
15 IR(KBr)cin l :2225 

NMR(CDC1,) 8 fe:2.47(3H.s). 6.8-7.8(1 2H.m) 

No.33(6) 
IR(neai)cm':2230 

NMR(CDC1,) S <g:2.50(3H.s). 6.7-7.8( 1 lH,m) 

20 No.33(7) 

IR(neat)cm '2230 

NMR(CDCl 3 ) *li!:2.50(3H.s). 6.7-7.0(1 H,m). 7.0-7.8(lOH.m) 

No.33(8) 
IR(neat)cm- , :2225 

25 NMR(CDC1>) a{i:1.0-2.3(10H.m).2.55(3H.s).4.2-4.7(lH.m),6.9-7.8(7H J 

No.33(9) 
IRfaeaOcin'nSSS 

NMR(CDC1,) *<|:2.47<3H.s). 6.8-7.8(1 2H.m) 
No.33(10) 
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R(neai)cin- , :1370.1150 

NMR(CDC1,) *H:2.45(3H.s). 3.12(3H.s). 6.5-7.8(10H.m) 
No.33(U) 

IR(KBr)cm':l 370, 1180 
5 NMR(CDQ,) S fit:2.52(3H.s). 2.58(3H,s). 3.86(3H.s). 6.8-7.8(7H.m) 

No.33(12) 

IROCBryan'-.lSlS, 1345 

NMR(CDC1,) $fi£:2.54(3H.s), 3.47(3H.s), 5.26(2H,s), 7.2-8.2(7H.m) 

No.33(13) 
10 IRCKBDcin-'iniO. 1520. 1350 

NMR(CDCI,) S<t:l.l-2.6(8H,m). 2.53(3H.s). 4.2^.7(lH,ni). 4.7-5.4(1 H.m). 7.0- 

8.3(1 2H,m) 
No.33(14) 

IR(KBr)cm':1510, 1345 
15 NMRfCDCl,) 5ffi:2.54(3H.s).6.65(2H.s),6.9-7.5(7H,m).7.9-8.6(4H.m) 

30&fll34 

mm%m%y. 1-^-2- ( 2.4-^un7x^-» -5-^ D 

> 0.18g, 4 -T ^ ;U*-*7x-» b 'J 0.22g* h 

(hiJ7x^*X7r/) /<?v*A (0) O.Olg 4 mlUtJOX* 

20 mWII««. ****** Lfc* ? «ETU»«***i-*. H^ft 
fcW»**9^o7h/57<- [***;^**> 2 : 1] 
■C**U ^Kif-^-^vyne;ux-x;K7)^§liT-^a B Bi-nt^ ftfe 
j||04'-Ti^»*-*-2- (2 ,4->'7^n7xMy) -5--* 
n - 1 , 1 »- t'7i- O.I4g £#&o 
25 IROCBr^-'^SSO. 3260. 1315, 1 165 

NMR(CDQ,) *<fi:4.98(2H,bs), 6.6-7. 6(4H.m), 7.6-8.4(6H.m) 

^teiW35 

%mm 34 k n*c lt£9 
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No.35(l) 

IROCBr^-'^O. 3275, 1510. 1345. 1160 

NMR(CDCI,) S {t:5.08(2H.bs). 6.7-7 .4(3H.m). 7.4-8.2(7H.m) 

No.35(2) 

5 IR(KBr)cm ':3350, 3270. 1 340. 1 170 

NMR(CDC1,) 5<S:5.04(2H.bs), 6.6-7. 3 (4H,m). 7.4-8.2(6H.m) 

No35(3) 

IROCBrJcm-'^SO, 3280. 2225. 1345, 1165 
NMR(CDCl,) 5<l:5.18(2H.bs). 6.6-7.4(4H.m), 7.4-8.4<6H.m) 
10 No.35(4) 

IR(KBr)cm ':3345, 3265, 1335, 1 170 
NMR(CDCI,) S te:5.02(2H,bs). 6.7-8.2(1 lH.m) 
No.35(5) 

IR(KBr)cm ':3325, 3250. 1330, 1150, 
15 NMR(d 4 -DMSO) 5 <t:3.34(2H,s). 6.9-8.0(1 2H,m) 
No.35(6) 

IR(KBr)cm' 1 :3 370. 3255, 1335. 1160 

NMR(CDC1,) S fi&:l.I-2.3(10H.m). 4.2-4.7(1 H.tn). 5.02(2H,s). 6.9-8.2(7H,m) 
No.35(7) 

20 lR(KBr)cm , :3345.3255.2230, 1315, 1165 

NMR(CDC1,) 5fil:4.83(2H,bs). 6.6-7.9(1 2H.m). 
No.35(8) 

IR(KBr)cm- , :3375. 3285, 1720, 1330, 1160 

NMR(CDC1,) *<I:1.27(3H.U=7.5Hz). 3.63(2H.s). 4.l7(2H,q,J=7.5Hz). 4.92(2H,I 

25 6.7-8.2(1 0H,m) 
No.35(9) 

IR(neat)cm ':3265, 1720. 1505. 1165 

NMR(CDC1,) S « :1.22(3H.U=7.5Hz). 2.4-3. l(4H.m), 4.13(2H.q.I=7.51 
5.01(2H.bs). 6.6-8.1 ( I OH.m) 
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N .35(10) 

IR(ncaDcm':3265. 1720, 1505, 1165 

NMR(CDCU) 8 fit :1.27<3H.U=7.5Hz). 1 .7-2.9(6H.m). 4.13(2H.q.J=7.5Hz). 
5.11(2H,bs), 6.6-8.1(10H,m) 

5 No.35(U) 

IR(ncai)cm- , :3380.3255. 1700. 1165 

NMR(CDCI,) 8 ft :l.l9(3H.U=7.5Hz), 1.0-1.8(4H.m). 4.12(2H.q.J=7.5Hz), 

4.98(2H,bs). 6.6-8.1 (10H,m) 

No.35(12) 

10 IR(neai)cm ':3350. 3265. 1720. 1340. 1 165 

NMR(CDC1 ? ) 8 <i :1.18(3H,U=7.5Hz). 1.6-2. l(6H.m), 2.4-2.9(2H.m). 

4.10(2H,q.J=7.5Hz). 5.15(2H.bs), 6.6-8.2(1 OH.m) 

No.35(l3) 

lR(KBr)cin »:3335, 3245. 1710, 1 340. 1 160 
15 NMR(CDCI ? ) SfE:l.22(3H.t.^7.5Hz). 3.57(2H.s), 4.15(2H,q.J=7.5Hz). 4.60(2H.bs). 

6.6-8.2(10H.m) 
No.35(14) 

IR(neat)cm ':3355. 3265. 1720. 1340. 1165 

NMR(CDCI,) 8 € :1.15(3H.U=7.5Hz). 0.95-1.8(4H.m). 4.lO(2H.q.J=7.5Hz). 
20 4.95(2H.bs). 6.7-8.2( I OH,m) 
No.35(15) 

IR(KBr)cin ':3300, 1510. 1345. 1165 

NMR(d 6 -DMSO+D,0) 8 fe:2.48(3H.d,J=5.5Hz), 6.9-8.4(1 OH.m) 

%mm 36 

1 , i 7 i-^^r^^o 
IR(KBOcm':2225. 1050 

NMR(d 6 -DMSO) 8 fe:2.79(3H,s), 6.8-8. l(12H,m) 

%mm 37 
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37(24) 


CH 3 


2 


N0 2 


H 


-OCH 2 OMe 



a 10 Ofl:^»W»tt«:JaTU^-f • 
No.37(l) 

IROCBr^m'tlSIS. 1345. 1310, 1155 

NMR(d 6 -DMSO) S H:3.28(3H,s). 3.79(3H.s). 6.8-7.3(5H,m), 7.9-8.4(6H.m) 
No.37(2) 

IR(KBr)cm':2220. 1520. 1350. 1315, 1155 

NMR^-DMSO) $fI:3.26<3H,s). 7.1-7.5(3H,m), 7.7-8.5(8H,m) 

No.37(3) 

IR(KBr)cm':l530. 1350. 1310. 1155 
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NMR^-DMSO) *fe:3.24(3H,s), 7.0-8.5(11 H.m) 
No.37(4) 

IROCBr^-'^S. 1520, 1345. 1315. 1 150 
NMRCdj-DMSO+DjO) 8 11:3.3 3(3H.s). 6.8-7.6(9H,m) 

5 No.37(5) 

IR(KBr)cm- , :1520, 1350, 1310, 1150 

NMR(CDClj) SlS:3.13(3H.s), 6.66(2H.s). 6.9-8.6(11 H.m) 

No.37(6) 

IR(KBr)cm" , :2230, 1310. 1150 
10 NMR^-DMSO) *1g:3.23(3H,s). 6.9-7.5(3H,m). 7.6-8.3<8H,m) 

No.37(7) 

IR(KBr)cm- , :2225. 1300. 1145 

NMR(d t -DMSO) afit:1.0-2.3(10H,m), 3.33(3H.s). 4.4-4.9(1 H.m). 7.3-8.3(7H.m) 

No.37(8) 
15 ]R(KBr)cm':2230, 1320, 1150 

NMR(d 6 -DMSO) 8 <g:3.26(3H.s). 6.9-7.7(6H.m). 7.7-8.2(6H.m) 

No.37(9) 

IR(KBr)cm '.2235. 1300. 1145 

NMR(d 6 -DMSO) 8 1i:3.28(3H.s). 6.8-7. 1 ( 1 H.m)7.2-8.3( 10H,m) 

20 No.37(l0) 

IROCBrJcm^O, 1315, 1155 

NMR(CDC1 ? ) $fe:3.08(3H.s), 6.8-8.2(1 lH.m) 

No.37(11) 

U^KBrtcm'rBlS. 1150 
23 NMR(d t -DMSO) 8 <£:3.27<3H,s), 6.9-8. 1(12H.m) 

No.37(12) 

IR(KBr)cm- , :3245. 1630. 1310. 1150 

NMR(CDC1,) *<ft:0.7-2.0(5H,m), 3.1(3H.s). 3.0-3.8(2H.m), 6.2-8.6(1 lH.m) 
No.37(13) 
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TR(KBT)cm K 3255, 1305. 1150 

NMR(CDClj) S fit:0.7-2.3(7H.m), 2.7-3.7(2H.m), 3.08(3H.s). 6.7-8.2(1 lH.m) 
No.37(14) 

IR(KBr)cm- , :3290. 1640, 1300, 1145 
5 NMR(CDC1,+D,0) 5fit:1.5-2.3(8H.m), 2.5-3.0(1 H,m). 3.07(3H.s). 6.6-8.2(1 0H.m) 

No.37(l5) 

IR(KBr)cm l :1735, 1655, 1315, 1150 

NMR(CDa,+D 2 0) 5<I:1.5-2.7(4H,m), 3.07(3H,s), 3.3-4.0(2H,m). 4.4-4.8( 1 H,m) 
,6.6-8.3(1 0H,m) 
10 No.37(16) 

IR(KBr)cm- , :3345. 1690. 1310. 1150 

NMR(CDCI ? +D 2 0) $ m :0.8-1.5(5H.m), 1.5-2.7(2H.m). 2.37(2H,U=7.5Hz). 
3.07(3H.s). 6.6-8.7(10H.m) 
No.37(17) 
15 IRdCBr^-'rnOS, 1310, 1155, 

NMR(CDC1,) 8 i& :1.30(3H,U=7.5Hz), 3:10(3H.s). 4.23(2H.q.J=7.5Hz). 

5.97(1 H.<U=15Hz). 6.6-8.2(1 3H,m) 
No.37(18) 

IROCBDcm'iBOS, 1150 
20 NMR(CDCI,) 8 it:3.04(3H,s). 3.09(3H.s), 6.6-8.2(1 2H.m) 

No.37(19) 

IROCBrtem'rn^. 1155 

NMR(CDC1,) $<I:3.08(3H.s), 3.20(3H,s), 6.6-7.5(6H.m). 7.7-8.2(4H,m) 
No.37(20) 

25 IR(KBDcm-':1355. 1305. 1 180, 1 150 

NMR(d 6 -DMSO) 8 m :3.15(3H.s), 3.26(3H.s). 3.88(3H,s). 6.9-7.3(2H,m). 7.4- 

8.2(5H,m) 
No.37(21) 

IR(KBr)cm':1510, 1350. 1145 
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NMR(CDC1,) ${g:3.14(3H.s), 6.7-9.0(11 H.m) 
No.37(22) 

IR(KBDcm-':1515. 1350, 1300. 1150 
NMR(CDC1,) $fe:3.16(3H,s). 6.9-8 .6(13H.m) 
No.37(23) 

DKKBrJcm'iniO, 1520, 1350, 1315, 1150 

NMR^-DMSO) S ffi:1.2-2.3(8H.m). 3.30(3H,s). 4.5-5.5(2H.m). 7.4-8.2(1 2H,m) 
No.37(24) 

IR(KBr)cin- , :1525. 1345, 1305. 1145 

NMR(d 6 -DMSO) S <I:3.29(3H,s). 3.39(3H,s), 5.37(2H.s). 7.6-8.3(7H.m) 
IP 38 

2- (2,4->'7^07x/4"» -4'->f*X**i*-l,r-li7x 
- ;l/ _ 5 _ ij , v $ y g 3 . 2 0g H X V ML*. <T> N . N - *J* * *> * * A T $ K *H t 
30ml fc»J*S-<i\ *lft**-*' 0.86ml fciSTU 1 l$lffl}JD&S»fL „ 
*ETi:*«t*«±LA:flfc, h*x>*lH;U-i***ETU-iMI*9*i"*. ft 
f>*t/.:llfef6«©«rilfk>^l^> 30ml *#T, vTV> * > 3.32g 

<73^MU?§f»$^.lm-C$.g.tK^0.91gOh 'JX^7;> 9.1ml 
toil, mrWtJo Rj£.S^«r*^«ty f BtKx^'l'^a^J:»D^, 2 
NilK-e P H2.0 UpgU WOT*5W**o ft 

fihtitzftmajy^tv" 7 ^77 -f- »K^i= 

3:1] trfflfiL, -f/T'o/^-il'TWItiitf, &fe*SJ&0 2- (4- (2, 
4-/7«'t07xMv) -3- (4-^J^iV*-»'7x-JV) 7x-)H 
gfc&x^-rt' i.50g £ft*o 
IR(KBr)cm l :1720. 1315, 1150 

NMR(CDCI,)5fit:1.27(3H.U=7.5H2). 3.08(3H.s). 3.64(2H,s). 4.18(2H.q.J=7.5Hz). 
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6.6-7.4(6H.m), 7.6-8. 1 (4H,m) 
HJ&fll 39 

No.39(l) 

5 • 2-(3-(2.4->'7M07x/#-» -4-(4-^W**-*7* 
IRCKBDcm-'-.nSS. 1300, 1150 

NMR(CDO.) *<j&:1.23<3H.U=7.5Hz). 3.07(3H.s). 3.57(2H.s), 4.15(2H.q.J=7.5Hz), 
6.7-8.1(10H,m) 
10 No.39(2) 

-n,) 7i-jO aft*** 

R(ne*)cin- , :1730. 1315, 1150 

NMR(CDC1 3 ) 8 -M :l-22(3H.U=7.5Hz), 1.8-2.9(6H.m), 3.04(3H.s). 
15 4.12(2M,q.J=7.5Hz), 6.6-7.3(6H.m). 7.5-8.2(4H.m) 
No.39(3) 

• 2- (3- (4-^*^W,^) "4- (2 ->****-» 

IR(KBr)cm ':1725. 1300. 1155 
20 NMR(d 6 -DMSO) 5 « :1.21<3H.U=7.5Hz). 3.18(3H,s), 3.77(2H.s). 

4.13(2H,q.J=7.5Hz). 6.8-8.3(1 lH,m) 

HSfefl] 40 

2- (4- (2.4-v7Kn7x/*v) "3- <4-j»*****-*?* 
-*,) 7is*) |«x^ 1.80| trM.N-y^^***^^^****- 
25 0 - 5 CtV<9 * K 0.14g ^th'J^^vK 0.05g 

r*WCn**** «ffiTU«fr«*t*. »^fcWltf**9A^o 
7h ^ 7 ,- [«««; mu*> 3 : 1 1 ^«^ tf ' 
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mUlKO 2- (4- (2.4-/7HD7xMv) -3- (4-****** 
IR(ncat)cin ':3520, 1730. 1315. 1155 

NMR(CDCI,) 5 <i:1.26(3H.uJ=7.5Hz). 3.09(3H.s). 3.7^.5(5H.m). 6.6-7.4<6H.m). 
5 7.6-8.2(4H,m) 

2- (4- (2.4 ->WD7xy **» -3- (4-^f*X**i*7x 
- , U ) 7i ^) -3-fc Kn*v7'Db*t>Ki^^0.90g«riHb^^W>Uii 
8¥$-ti\ 0- Sr-C^ * >X^^-^^o«J K 0.18ml fcitf h 'J x**7 5 > 
io 0.63ml «r*Px.. ££T 30frW*#1-*. RE«*******tflfe*x**«>ft 

^t:^n£, 2N«K-CpHi.o i:lWU W**Sfc#l*1-*o »<bn^*tt«* 

ife^B^W2- (4- (2,4-/7)l'to7.i^y) - 3- ( 4 - * * * *'* 
, 5 ,*;*7ii)H 7i-)H T^'J^g$if-;i/0".74g«r#4o 
IR(KBr)cm':17IO, 1300, 1150 

NMR(CDCl,) 5li:1.33(3H,t,J=7.5Hz). 3.08(3H,s), 4.30(2H,q,J=7.5Hz), 5.93(IH,s). 

6.38(lH.s). 6.6-8.2(1 OH.m) 

HJfetR)42 

20 3*>ft h 'Mf"^^^***V-»7^0.50g K3 mlU^M 

£ *')7iitit-7-F*yK 0.25g *1)D;U ISt* 1 WmWt * . *v*f v 
^W***->K5 ml i:»*S*fc2- (4- (2,4-y*7H07x/* 
->) _ 3 _ ( 4 -^)^^^^7i-^) 7x-;W) 7*'JA'&x?-;K).86g 
2WWt*. Ri£ft«*^iUO»»xf-juaft**Utn*, 

25 2 Nttft-CpH1.0 «-«*t, llfeftfcWWi****^^ 

*«*>: 1] T««1-*ltf, *fe»*«>l- (4- (2.4-v7H07x^ 
v) -3- (4->f^)^7x-/H 7x-)H v^yD/O*)^' 
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>^xf-;P0.57g *&Zo 
IROCBr^-'iniOr 1310, 1145 

NM R(CDCl,) *<i:1.0-1.4(5H.m>. 1.4-1.8(2H.m). 3.08(3H.s). 4.13<2H.q.J=7.5Hz). 
6.6-7-5(6H.m). 7.6-8.2(4H.m) 
5 5bS&$3 43 

2- (4- (2,4-v7^n7*Mv) -3- (4 

; , )71 , «,) #8^* 1.00g l V 1 . 4 " v 7° *^ * > 0 "ml * N.N - 
*,i****A7 * K 10ml KttM* «TU*iftt h 'J <>.09g 

M? 1 sisi*#-f ****T£**fl:* * '^^ o.o9 g *tni*.. M-c i * 
»*7A^o7^77<- [ttitft; « !l 

-CUfcftltf. 1 - (4-(2.4-/7^07x^-» -3-(4 

IR(KBr)cin ?, :1720. 1315. 1155 

NMR(CDCI ? ) ^ « :1.18(3H.UJ=7.5HZ). 1.5-2.9(8H.m). 3.09(3H.s). 
4.12(2H.q.J=7.5Hz). 6.6-7.5(6H.m), 7.6-8.2(4H.m) 
20 Htt«44 

«W43kPM»UfC. I" (4- (2.4-y7*tD7*y^/) "3- (4 

So — ■ • 

!R(KBr)on- , :1720.1315.1155 
25 NMR(d 6 -DMSO) 8 1i:l.l4(3H.tJ=7.5Hz). 0.9-2.2(8H,m), 2.2-2.7(2H,m), 3.26(3H.s). 
4.l0(2H.q.J=7.5Hz). 6.7-7.6(6H.m), 7.7-8.2<4H.m) 

2- (4- (2.4-v7^o7x/^» "3- (4-******-*?* 



ff - PCT/JW6/00499 
WO 96/26921 « 

«***«>ft**CtD;l. 2N£BrCpH1.0t:fS!£U *«»t»*t4. ®h 
titz^m * l 0^****iUfc*IMfc ft**** / * v * A -cieft $ 
*ETU***«**» ft 
fett.V>2- (4- (2.4-v7^D7xMv) -3- (4-****** 

IRdCBr^'inOS. 1310. 1145 

NMR(d 6 -DMSO+D I 0) « <i:3.26(3H,s), 3.68(2H.s>. 6.6-7. 6(6H,m), 7.6-8.3(4H.m) 
tUfcW46 

nmM45 tmm-Lx, m units® 
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46(17) CH, 2 -Ch^COOH 



46(18) CH» 2 



46(19) CH» 2 



46(20) NHt 2 



46(21) NHj 2 



46(22) NHt 2 



H 



H 



H 



H 



H 



-ChbCOOH 

-CONHCH 2 COOH 

-CKfeCOOH 
XOOH 
,COOH 



46(23) NHj 2 -OtCOOH 

v^COOH 
46(24) Nhb 2 2S. 

46(25) NHb 2 H 



46(26) Nhfe 2 



H 



H 

-CHCH£OOH 
-(CH^COOH 




-O 




"0^>F 
-0^>F 



46(l) 

IRdCBDcm'rniO. 1300. 1150 
5 NMWCDCWO) 5m:2.6-3.2(4H,m). 3.09(3H.s). 6.7-7.4(6H,m). 7.6-8.1(4H.m) 

46(2) 

IR(KBr)cm ':1700, 1315. 1150 

NMRtd.-DMSO) 5€:1.7-2.9(6H.m).3.28(3H.s).6.7-8.3(10H.m). 12.12(lH.bs) 
46(3) 

10 lR(KBDcm-':l685. 1310. 1150 



PCT/JP96/00499 

W 96/26921 85 

NMR(CDa j+ D 2 0) SfiS:3.09(3H.s), 5.98(1 H.dJ=15Hz). 6.6-8.2(l3H.m) 
46(4) 

IROCBrXan'rra. 1150, 1295 

NMR(OXVIXO) *<i:1.5-2.0(4H.m). 2.2-2.8(4H.m), 3.08(3H,s). 6.6-7.3(6H.m). 
5 7.6-8. l(4H.m) 
46(5) 

IROCBOcm-'^S. 1735. 1300. 1150 

NMR(CDC1,+D,0) 8 <il:3.09(3H.s), 3.7-4.4(3H,m), 6.6-7.5(6H,m). 7.6-8.2(4H.m) 
46(6) 

10 DKKBrtcm-'-.niS, 1305. 1150 

NMR(d 6 -DMSOfD ! 0) *H:3.23(3H.s). 6.08(lH,s). 6.32(lH.s). 6.7-7.7(6H.m). 7.7- 

8.2(4H.m) 
46(7) 

IR(KBr)cin- , :1685, 1315. 1155 
,5 NNDKCDCl^O) *16:l.M.5(2H,m). 1.5-1.9(2H.m), 3.08(3H,s). 6.6-7.5(6H.m), 

7.6-8.2(4H.m) 
46(8) 

IR(KBDcm-':1735, 1685. 1310. 1150 

NMR(CDCU) 5li:3.10(3H.s). 6.6-7.4(5H.m). 7.6-8.5(5H.m) 

20 46(9) 

IR(KBr)cm-':3450, 1720. 1 300. 1 150 

NMR(d 6 -DMSO+D 2 0) 8 <i:3.26(3H,s), 5.l0(lH.s). 6.7-8.2(1 0H.m) 
46(10) 

IR(KBr)cm ':1730, 1315, 1155 
25 NMR(d 6 -DMSO + D J 0) Sfit:3.23(3H. S ), 6.08(1 H.dJ=48Hr). 6.7-8.3(1 0H,m) 

46(11) 

»(KBr)cm , :3450,13l5, 1150 

NMR(d-TFA) 8 <i:3.30(3H.s). 5.57(lH.s). 6.7-8.3(1 0H,m) 
46(12) 
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m(KBDcm':1690, 1325, 1155, 

NMR^-DMSO) 5 1i:l.4-2.8(8H.m).3.28(3H,s).6.7.8.3(lOH.m), !2.33(lH.bs) 
46(13) 

m(KBDcm-':1685. 1310. 1150 
5 NMR(d t -DMSO) t ft:l. 0-2.1 (8H,.n). 2. l-2.7(2H.m). 3.27(3H,s). 6.7.8.2(10H. m ). 

12.40(lH.bs) 
46(14) 

IR(KBr)cm , :1725, 1305, 1150 

NMR(CDa,4D 2 0) Sfi&:3.08(3H.s), 4.70(2H.s), 6.7-7.4(6H.m). 7.6-8.2(4H.m) 

10 46(15) 

IIUKBryan'^W. 1310,1150 

NMR^-DMSO) *<£:1.4-2.2(6H.n». 3.22(3H,s). 3.8-4.2(2H.m). 6.7-8.2(1 OH.m) 
46(16) 

IR(KBr)cm- , :1720. 1300. 1150 
,5 NMR(CDG1,+D j O) 5 fi|:3.08(3H^), 3.62(2H.s). 6.7-8.2(1 OH.m) 

46(17) 

IRdCBrW'.niS. 1310.1145 

NMR(d 6 -DMSO) $ <£:3.18(3H.s). 3.69(2H.s). 6.6-8.2(llH.m) 
46(18) 

20 IR(KBr)cm-':3390, 1720, 1655. 1300. 1 150 

NMR(d 6 -DMSCHD 2 0) 8 <t:3.28(3H.s). 3.8-4.2(2H.m). 6.7-8.6(10H.n,) 

46(19) 

IROCBr^^O, 1715. 1310. 1170 
NMR(CDQ,+D,0) S ffi:3.62(2H.s). 6.6-8. l(lOH.m) 

25 46(20) 

IR(KBr)cm- , :3375. 3285, 1690. 1315, 1170 
NMR(d t -DMSOD 3 0) 5li:1.0-1.7(4H.m). 6.6-8. l(10H,m) 

46(21) 

IR(KBOctn-':3330. 3240. 1710. 1325. 1 160. 
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NMR(d t -DMSO*-D 2 0) *fiS:M-2.8(8H.m). 6.7-8.2(10H.m) 
46(22) 

IR(KBr)on- , :3330.32IO. 1720. 1320. 1160 
NMR(d 6 -DMSQ+-D 2 0) 8 <i:3.58(2H.s). 6.7-8.1(l0H.m) 

5 46(23) 

nKKBDcm-'^S. 1685, 1330. 1165 
NMR(d 6 -DMSO+D 2 0) *<I:1.0-1.6(4H.m). 6.7-7.9(10H.m) 

46(24) 

IR(KBOcm':3365, 3265, 1715, 1335, 1160 
10 NMR(d 6 -DMSO) 8 (t:2.3-2.9(4H.m), 6.6-8.1 (lOH.m) 

46(25) 

IR(KBDcm-':3360.3280. 1735. 1165 
NNHKdj-DMSO+DjO) 8 fe:l.6-2.9<6H,m). 6.7-8.2(1 0H,m) 

^Itfe^l 47 

, 3 3- (4- (2.4->-7^DT i /*-» -3- .<4-A*******»* 
-ft,) 7i ^> TJ")«'e^«-0.75gisJ:y t 5%'<9v^i-K*O.25gS:N. 

K.^WWT; K 7.5ml UiJOi.. *». *ET, ****T. 30 »■« 

fft*. *i»*»*tfc*. acM*t»tti. **i«Miita*-c 

» WSSWM^o^x-fVtti. W+hB.««**»3- (4- 
|!i4 . ? ,Hn7xMvl -3- u^*****-*?*-*) " 

IR(KBDcm-':1720. 1315. 1150 

NMR(CDa ) ) S «:..23<3H.U=7.5H I «.4.3.1(4H.,n,.3.0 8 (3H.s).4.1 2 (2H.,. J .7.5Hz). 

25 6.6-7.4(6H.m), 7.6-8. l(4H.m) 
HifeW 48 

-e7^1.00g^((1.3-->'^V 7 >-2-^),^)h^x 
^*X*^ArD5Kl.57|tllft^n>lWi:lBi. **t, 
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•cpH5.o emu tMt«t». **************** 
5 MM»i: 6 NfiK 10ml * X If 1 . 4 - v *** > 10ml 24 *■ 

» fe tifc*»lt*iiXOW0«l*-e«**M, **m^***A 
7.- [fcJStt 4 : l] *m+** 

^.^-j.- 1, l'-£7x-JK>.90g £®*o 
IR(neat)cm ':I670 

NMRCCDQ,) SH:2.53(3H,s). 6.4-7.8(1 2H.m). 9.75(1 H.d,J=8.0Hz> 
HifeWl 49 

,5 yxf *W*/l»*^ 0.51ml *£tr^ h 5 fc*tf W 5 ml 

ST. 60%**<M- M .* * 0.10g tMI«JDf *■ *w*T. 2 - ( 2 . 4 - v 7 

- *7 *->U 0.90g WfhnKD75 5 ml *»T U M? 1 

,fy7oe**-**M0iU itIR+tttf. ife«ft0 5- (4- (2.4-V7 

if-fl/0.52gfc*#&o 

25 IR(KBr)cm':1710. 1625 

NMR(d 6 -DMSO) 5 « :1.25(3H.U=7.5Hz>. 2.50(3H.s). 4.18<2H, q .J=7.5H Z >, 

6.10(lH.dJ=l 5Hz). 6.7-7.8( 1 3H.m) 

mm so 

. ■=,**,-! - c_ (4 - (2 4-v'7)^D7iMv) ~ 3 - (4 
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mCneatJcm-'rnaS, 1315. 1155 

NMR(CDG } ) *fe:1.24<3H.U=7.5Hz). 1.5-1.9(4H.m). 2.2-2.9(4H,m). 3.07(3H.s). 
4.14(2H,q,J=7.5Hz), 6.6-7.4(6H.m), 7.6-8.2(4H.m) 

5 ntamsi 

**>mm d.68 n> i.68mi **tu Bi«ti*Piiirr*. sss^t: 

2- (2,4-y7**07xMv) -5-*** 4'- 1.1' 
10 -e7x-rt< l.OOg t^tfx hvt KO77>^10ml SrffiTU 1 B# 

2N£8rCpHl.O CiHgU *f«l*#JR-f*o »feitfc*«W ******* 

* 0 »^nfc«9*t*5^^7h/57^- :ft^ xf 

is *=3 : 1] T«HM-*itf. *fei4«*92- (2.4-v'7^07x^v) 
_ 5 _ (2 - ju*— JUA^-iA') -4'->-^^-?"^" - — 

JU l.30g £*#&o 
IR(KBr)cm':1295, 1125 

NMRCCDCI,) * 11:2.51 (3Hs>. 3.01(3H,s). 6.6-7.8(1 2H.m) 

20 nmmsi 

, w) _ 2 - (2,4-/7^tD7i^-» -l.l'-lf7x-/Krf|4. 
IRCKBr^m'inOS. 1150 

NMR(CDC1 S ) c? ft 2.89(3H,s). 3.07(3H,s). 2.8-3.4{4H,m). 6.6-7.4(6H.m). 7.6- 
25 8.2(4H,m) 
53 

5-7-fc**-2- (2,4->'7)^D7xM-» _ 4 '-ji*.****s*- 
l,r-tT7x-JH.35g, 3 *lfc MM 1.03g, 
*vK7mli5J:U f ^b7tKD77>7ml Oft^»i:*»T» * 'J •> * wt- 7 
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h*vK0.57g*tJD;U 2*IMH¥Lfcfk «&KOt2W«»t*. B6» 
^^^.TKisi^Kx^'K^S^J-lJDL 2N&K-CpH5.0 KtllSU 

»***Lfc*. «ETl=»Ht«*-r*H^ *fe»**«>2- 12.4 -*"7* 
1 '- tf7x — ^ 0.80g *&£<> 

NMR(CDCl,) 5 « :1.50(3H.d,J=7.5Hz), 3.09(3H,s). 3.75(lH.q.J=7.5Hr). 6.6- 
10 7.6(6Hjn). 7.0-8.2<4H.m). 9.75(lH,s) 

2- (2,4-/7)^D7xM-» -5- (l-**5*xf-*) -A'-** 
l,l*-g7xX*0.80g *iJ:Crt8»a 0.98g fcxar/-* 80ml 
*5*U f *24ml 0»**etBiL M? 1 N*S£ft"J" h 'J * A*M9.6m! *?8T 
is f *. «Mt»MWlfc*. 3PM* ML. ****** *0»«x* 
*OjE£&UtJD;U 6N*»-CpH1.0 KMU #*» *«i-*. 

flUt^jirrftftftii*^!!****. i*iiK"7} r *v , >A'c^$-e, * 

RKx*-»] X'ltmtllf* *fettA2- (4- (2.4-/7KD7xMv) 
20 -3- (4-^^U^7i-lH 7*x;v) yDfnK0.02g«:#4o 
IR(KBr)cm ':1700. 1315, 1155 

NMR(CDC1,+D 2 0) 6 M:l.55(3H,d,J=7.5Hz). 3.08(3H,s), 3.80<IH.q.J=7.5Hz). 6.5- 

8.2(10H.m) 

%&W 55 

25 M»B*T, rh7i:Ka77>5inn:>M77'Dli;V75>0.31inl*»Dx., 

-78t:T% (168 N) l 33ml ** TU H ** 

lUMffti, 2- (4- (2.4-v7*tD7xMv) -3 



PCT/JP96/00499 

WO 96/26921 91 

Y , K K a 7 9 >M 5 ml t »T L • WW* 1 L fc*. 1 

*„ bum****** * ^f^ortx, 2 phi.o 
r«u *«■**»«. **ft**im*«tfM«*™**» 

B-Tiltf, ^fc««»*»*. ft******* 50%7* h >*20ml UjJDi, S 
£T'®8SS0.42g*tlD;U 4Wll»tJoW^^ H«***01« 

*?«*»«. i«^v>^« $ ^ «ETdtrt*t*. 

20- 1] 2- (4-(2.4-v7Un7x;^) 

IR(ncat)cin':l735. 1685. 1320. 1150 
,5 NMR(CDCl,) S ® :1.42.(3H.U=6.5Hz). 3.10(38..). 4.45(2H.q.J=6.5Hz). 6.7- 

7.5<4H.m), 7.7-8.3(6H.m) 

2_ (4 _ (2.4-^**07*^5.) "3- (4-^^'^^ 7i 
= *) 7*-*) Wl*^*a20|. N--rb*3'^«W»f. 2.2-T'/** 

20 « vyfDi b *) o.oi 8 *n*fl:**4 mi Mi, i 

**»■*** * ira»*a*™***fc. * * *' nt ^ H> 

25 (4 - (2 , 4 -v7**a7x,*v) "3- (4-*******"***> 

7*-*) ft»i^^0.22g 
IR(ncat)cm , :1740. 1315. 1155 

NMR(CDCU) *<i:1.30<3H.U=7.5Hz>, 3.08(3H.s). 4.26(2H,q.J=7.5Hz). 5.3*1** 
6.6-8.2(10H.m) 
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%mm 57 

2-7o*-2- (4- (2,4-v7^D7i;*y) -3- (4->*** 
Ws *7xS*) 7x-;U) |»x*IK>.60g. 7-fch> I2mli5«ttf*3.nl<7> 

o.S8g*iO;U SilT5*W«*1-*. *WMr»*Lfcft. IM 

ftgt if,v=2 : 1] -CKimtiitf, *ferAl*TO2- (4- (2.4-/7H 
D7x /^) -3- (4-^f^**-A'7i-*) 7x-AO -2-tK 

io n*vgfc&x-f *0.23g 

IR<KBr)cin' , :3480. 1735. 1305. 1150 

NMR(CDCI J+ D,0) 8 £ :1.27(3H.U=7.5Hz). 3.08(3H.s). 4.28(2H.q.J=7.5Hz). 
5.20(lH,s), 6.6-8.2(1 0H,m) 

l5 2-7n*-2- (4- (2.4-v'7^a7xMy) -3- (4-^^^^ 
£»?7yffc«U.29gfr£tr7*h-HJA'5inlfci*n r U !2l*W*ff1"*o 

77 <- [««»; 3 : l] ttttfttf, fcfettR* 

20 *>2-7>W*a-2- (4- <2.4->'7**07*y*v) -3- U-* + 
frX**-^7xi)l) 7x-iU) KKx^^0.45g«rtf*o 
IR(nea0cm-':l755. 13 15, 1150 

NMR(CDCI,) 8 <I :1.28(3H,U=7.5H Z ). 3.09(3H.s). 4.28(2H,q.J=7.5Hz). 
5.80(lH.d.J=48Hz>. 6.6-8.2(1 OH.m) 
25 fltefl!59 

2-7D^-2- (4- <2.4->'7*tO7*;*50 "3" (4-**** 
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7nv-)it^H. «iTi:*lrt*ti. fthiitzWiamii?*** 
□7h^7<- [ffltift; Mwx> :ft&x**=9 : l] X'ftmtiim& 

\mVW2-TVY-2- (4- (2,4-v7*tD7xMv) -3- (4- 
5 l**,***-*? xxrt>) 7x-Jb) #&xf-rt,0.63g 
DKneaOcm'SllO, 1735. 1315, 1150 

NMR(CDC1,) 5 H :1.42(3H,t,J=6.5Hz), 3.10<3H,s), 4.44(2H.q,J=6.5Hz). 6.7- 
7.3(4H,m). 7.6-8.3(6H.m) 
%nm to 

io 2-7vK-2- (4- (2.4-->'7**n7x/-4r-» -3- (4-**** 
A,*- * 7 x - ;W) 7 x - ;W)ftgxf- * 0.63g *i i 5 %'<5v 7 A -£^0.20g 

£Lfc&, «ETi:»it«*t*Ltf, *fei*«»0 2-T5y-2- (4- (2, 
4 _.>' 7 ^n7xy -3- (4-^WHiWx;)l')"7xi)H 

15 #&xf->K).12g £{§*o 

IR(neat)cm':3380. 1735. 1315. 1 150 

NMR(CDCI,) £<g:1.23<3H.t,J=7.5Hz). 3.08(3H.s). 4.20(2H,q.J=7.5Hz). 4.62(lH,s). 
6.7-8.2(1 2H,m) 

20 2- (2,4-v'7*to7xMy) -4'-*f"fl'***x*-5-J«*-***' 
*ij|,*4v- 1 , 1 '-kf7xX* 4.00g, 1.4-y't+t> 30ml fc.ttM N* 
gHfci" H »i 7 AtKM 30ml *>£*** 50"CT' 4 Lfctfc,70t-C 2 *M 

#t*. RI&a#»***^^U f »* i ^ n '^*^* ,: * , *» 2NMT- pHl.O 

25 ft» jte*ffiK^*v7At*££$^ «ETU»tt«ra*+4o »f>*Lfc»8 
»tK*x>-e»»*«rtltf. mfefc&O 2 - (2,4-v7^tD7x/4rv) 

IROCBOcm'iMeO. 1300. 1150 

NMR(CDC1,+D 2 0) £ iI:3.08(3H.s). 6.5-8.2(1 OH.m) 
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HJfcfl!62 

2- (2.4->*7^o7 i Mv) -5-1: Kn**- 4'-* 
-l.l'-kT7i-^ l.WgfcJtfN.N-v**'!'*'^ 7 ? K lOmlOjg^i: 
tK#T, * 'J •> a w-*/f**/ Ka3H tMI*»ti. R£R*tti:7o*ft 
5 Kx**o.49g *»iU M"C 6 BUSft^tr****^**** 

M**j^ow*ra*«***** ******** * 

nux*:i»xf-*-io: l] *fe»*^2- (4- (2. 

, 0 4-y7^D7x;*v) -3" (4-^*^*-«'7^«') 7iM 
v) ftKif^ l.OOg frl#4o 
m(KBDcm-':1745. 1315, 1150 

NMR^-DMSO) * m :1.22(3H.tJ=7.5Hz). 3.25(3H.s), 4.20<2H.q,J=7.5Hz). 
4.85(2H,s), 6.7-7.5(6H,m). 7.7-8.2(4H,m) 
\5 H!fettl63 

No.63(l) 

. 5 _ (4 _ (2,4-';7**07x/*-» - (3 - ,»f-****-*7*- 

20 IRtneaOcm'rmO, 1315, 1155 

NMR(CDCI,)5li:1.25(3H.U=7.5Hz), 1.6-2.2(4H.m), 2.2-2.6(2H.m). 3.06(3H,s), 

3.9-4.2<2H.m). 4.13(2H.qJ=7.5Hz). 6.6-7.2(6H,m), 7.6-8.2(4H.m) 

No.63(2) 

• 5 -(6->7/-6-^7-fmv)-2-(2.4->'7^D7x 
IR(neai)cin- , :2235, 1315. 1150 

NMR(CDO,) * 11:1. 1-2. KUH.m), 3.06(3H,s). 3.8-4.2(2H.m). 6.6-7. l(6H,m). 7.6- 

8.2(4H.m) 
. H&0J64 
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y+5f) - 4 .->f-**lHI«iJU-l.r-^*s*a40|«WI2 ml, ft 

> 5 : l] *fe»«1*a39g «:!»*. 

1 N*«ftt h ^ 0.66ml U****. xf)Vi-f^«Lfc^ 

,0 MM* 7- (3- (2.4-v7H07xM-» -4- (4-***** 
*i*7x**) 7W^» _ 2 .2-v^^7*>fi*0.30g*+M^ 

IR(KBr)an- , :3420. 1300, 1150 

NMR(d t -DMSO) * 1i:0.98(6H.s). 1.2-1.9(8H.m). 3.22<3H.s). 3.8-4.2(2H.m). 6.7- 
15 8.1(l0H.m) 

%m 65 

KD*->-4 V** -4 1.1 
1.50g, 1 N*Kfl:* h 'j 7 A7Ki§iff 6.5ml, * 8.5ml ^1^7x^3- K-7 
^o'jK l.7lg Oft**P* 2 ^«HioRtE-iS^B*fcl« 

* tr«o«i*-e«i**»^ **w^ ' * *> * A * * • 

l'-tf7x-fc 1.75g 
25 IRtKBr^'-nOO. 1145 

NMR(dj-DMSO) * fii:3.23<3H,s), 3.76<3H.s>, 6.54(1 H.d.J=2.0Hz). 6.8-8.1(1 ItUn) 
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*^***A-C*«*. *ttTU***«-f*. H^fcRW^V/ 
IR(KBDcm , :3425, 1300, 1145 

NMR(CDQj) $fe:3.05(3H.s), 5.20(lH,bs), 6.4-8.1 (12H,m) 
£flifl)67 

0.73g * * tf&B* U 7 A 0.58g * 80*0 "C 6 SPHMM" * . Rfc«*» * 

7x/*v- l.r-^7x-A' 1.36g 
IR(KBr)cm':2230. 1310. 1150 

NMR(d 6 -DMSO)5M:1.0-2.2(14H.m). 3.27(3H.s), 3.7-4.2(2H.m). 6.48(1 H.d.J=2.0Hz), 
20 6.7-8.1(1 lH,m) 

4- (6-y7/'-6-^^7 , fmy) - 4 ^ f-****^*- 2 - 

7i y#v-l,l'-lf7x-)W0.50g, K5ni, 

A 0.02g 4SJ:lf 30%ffl»ft*« 0.15ml 4>ft*»t 80"Ct? 12 *■«**«*• E 

HI*. *WII«>4- (6-*^^^6-^W^^*'» -4- 
. ^,^iW.+^;W-2-7xy*V-l.r-^7x^^0.47g^o 
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KOCBDcm^^SS, 1655. 1300. 1150 

NMRtCDC^O) »i:l.«l(IHM 1.1MH-A 3.90(2H.U=7.5Hz). 
6.4-8.1(l2H,m) 

5 4- (6-v7y-6->fWW*v) - 4 '-***X**-*-2- 

7xy#v-i.r-^7x-^o.75 g . mm mu wm* m<o 

*^7x^) -3- (7xMv) 7xMv) -2,2-v^-^> 
&0.56g 

iR(KBOcnv':i685.i3io. 1150 

NMR(CDa 3+ D 2 0) *fi£:1.0-2.0(8H,m). 1.19(6H.s). 3.03(3H.s). 3.7-4. l(2H,m). 6.4- 
15 8.l(12H,m) 

4 _ (6 .->77-6-^^W^ - 4 '-j»*****-*-2- 
7x y^v-l.r-feT7x->l'0.50g, h-J^^>T->'K 1.04g * * If* > 
V > 5 ml OftM tr 6 KM** **** ^^^^ 

*> :ft»xf^= l : l] ■e«*f*itf, fcfeiAttfc o.60 g 
ttftt 1 N*8*1t+ h -J ■> i-04mi x***-**«»L 

25 fcft. «ITi:iit«tft. »**ifcM*cx**x-***»*. it* 

IR(KBDcm':1305. 1150 
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NMR(d t -DMSO) 8 ffi *>.9-l.9(14H.m), 3.2<X3H,s). 3.90(2H.U=7.5Hz). 
6.45(1 H.dJ=2.0Hz), 6.7-8.1(1 lH.m) 

%m«9t®m-lX. 2- (2.4-v7**D7x/*v) -A'-**** 

$ t-i,r-^7 i -' l " 5 '* ,l "' ,{ ''^^ 0 

IROCBr^m-'-.ieSS 

NMR(d 6 -DMSO) S fit:2.53(3H.s), 6.8-8.1 (lOH.m), 12.82(lH,bs) 
10 No.72(l) 

. 5 _ ( N _^^*;w^>f AO -2- (2,4-v7^07xMv) -4' 
R0ie*)an' i :3315. 1685 

NMR(CDCI,+D 2 O)5m:0.7-2.0(9H.in). 2.52(3H,s). 6.6-8.0(1 OH.m) r 
15 No.72(2) 

>1 _ (4 _(2,4-v7^07xMv)-3 - (4->f.m7xiJH 

/o*/4*0 tfo'J ->*>- 2-*^+ : >K 

lR(KBDcm-':1735 

NMR(CDCl,) S ft :1.6-2.7(4H,m), 2.50(3H,s). 3.4-4.«2H.m). 4.5-5.0(lH.m). 
20 8.81(lH,bs). 6.6-8.2(lOH.m) 
No.72(3) 

• (4- (2,4-v7^D7x/*v) -3- (4-^^*-1'7x; 

IR(KBDan-':3410. 1740. 1655. 1300, 1150 
25 NMR(d 6 -DMSO) S fe:3.28(3H.s). 3.70(3H.s). 3.9-4.4(2H.m), 6.8-8.4(10H.m). 8.9- 

9.3(1 H,m) 
No.72(4) 

• 2 - (2.4->*7^o7x/f» - 4 -^***-*-5-e^->* 
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IROCBr^'-.ieSO. 1315,1150 

NMR^-DMSO) *<I:1.4-1.9(6H,m). 3.26(3H.s). 3.0-3.7(4H.m). 6.7.8.3(1 OH.m) 
Dtftwl)cm- , :3455.3370 

NMR(CDQj) 5fil:2.48(3H.s), 3.60(2H,bs), 6.4-7.8(10H.m) 

5 _ 7 , y _ 2 - (2,4->'7^n7i^v) _4'->^^^*-l.l'- 
10 e 7 x^ l.OOg **ftW 10m. 11**3*, MJx**T5> 
0.49ml aj:ttt^n*>*>**#r:*>n*-f K 0.42ml t BI» x. . HWC 
2 IMMBM-*- Ktta«***KtB*. 2Ntt»-C P H 1 KMEU 

******** 

, 5 fcfcii«Wi»5-^^o^>^*iU#**TW-2- (2.4-v"7**° 
lR(KBr)cm ':3290. 1655 

NMR(CDa ?+ D : 0) *ft:l.5-2.3<8H.m). 2.3-3.0(lH.m). 2.47(3H.s). 6.6-7.8(1 OH.m) 
20 j|tl«74i:H»»=L-CJaT«)ft***!l*« 



No.75(l) 

• 2 - ( 2 .4->'7**07x/*v) -4'-*****-6-*-**-* T 

;y-i.r-^7x^ 

R(neaOcm':3300. 1665 
25 NMR(CDCU) a fit :1.0»<3H.U=7.5Hz), ..5-2.H2H.rn). 2.35<2H.U=7.5Hz), 

2.50(3H.s). 6.7-7.8(l0H.m) 
No.75(2) 

. 5 _ \. ij 7;w^a7-tf-^7 ^ / - ^ x ' 
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IR(KBr)cm-'3335. 1735. 1295, 1150 
NMR(CDG,) $&3.10(3H,s). 6.6-8.6(1 lH.m) 

HJfefl) 76 

5-T5/-2- (2.4->'7J^07xM-/) - 4 l.T- 

5 k*7x-;U 0.92g *&it' J f-l'> 10ml CS»*tf, *frT, hVxf-/U7<> 
0.45ml fcjltf n-"/*-^**'*-' 1 '*"^ K 038ml tr I^iaST2B# 

io 77^- ns*tifc;^*^> :^xf-;u=5 : 1] -e«*l-*ux, fcfeidittfo 

w5 _rf-^X/l,*-^7< 7-2- (2.4-/7^D7x^v) -4*-^« 
f-iU-?-*- 1,1 ' - fc* 7 x — 0.64g &*#&o 
IR(neat)cm '3255. 1375, 1150 

NMR(CDCI,) 8 m :0.7-2.3(7H.m), 2.52(3H.s), 2.7-3.6(2H.m). 6.4(1 H.bs). 6.6- 
15 7.7(10H,m) 

*US«76fcHaU:LT2- (2.4->'7**D7*/*y) -4 * 
*- A ,-5-,if-;i,x**-rt'7$ V- l.l'-fc'7x-**f#*c 
IR(KBr)cm '3265, 1325, 1295, 1150 
20 NMR(d 6 -DMSO) 5 fit3.04(3H,s). 3.25(3H,s). 6.8-8.2(1 0H,m), 9.90(lH.s) 

%MM 78 

5 _.> 7 y_2- (2,4-y7^*07x>'*y) - 4 * *n>* 1 . 

j ..^ 7i -^ l.oog ** v U > 10ml KfcJRS*, I* 'J 7+»+>T s J K 2.26g 

25 > * y - * 28ml * X If 1 Nttft 20ml 1ST* 1 ftHW U fftt Lfc* 

i-n«fefeB B H<7)2- (2.4->*7^n7xMy) _ 4 .->**x**i* 
_ 5 _ ( r h9-/-iu-5--f M -l.r-tf7*-*0.74g*»*. 
IR(KBr)cm , 3395.l300. 1140 
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NMRCd.-DMSO+DP) 5 <I:3.29(3H.s), 6.9-8.3(10H,m) 

%mn 79 

2-(2.4-^*t07xy*^)-4'-^f-****-*-5-^ h9,/ ~ 
* - 5 - >f A,) - 1 , 1 ' - 7 x - )V 0.70g * x- -r * 14ml 1 tfftKx* * 7 
s ml *#T, ->'7'/>^>0.69gOX-T^«[tJjDi4o 1^1 

lM«*Lfcft. Mfcllll*.*. Rea«*t«B*«**^»' ,,,>x **»*' 

(2i 4--;7^07x/^) _ 4 '-^n,*rt,*-JU-5- (1-***- 
w f . f j./-||,-5-'f*) -l.l'-lf7xx^0.40g*»*o 
IR(KBr)cm':1310. 1155 

NMR(CDCI,) *H:3.09(3H.s), 4.4(3H.s), 6.6-8.4(1 0H,m) 

(1) 5-v7/-2-(2,4-v7^n7x/*y) -4.-**.****= 
,5 iu-i,r-lf7*-JH.O0|tx^^-*»<WlC««*, *»T. Hit** 

:y_ 2 _ (2,4->'7^D7xMy) -4«-,e*-il,X**x*-l.r- 

f7x^ 1.14g *m&t LX'&Zo 
20 (2) 5-xh*W5/-2- (2,4-v7^°7xMv)H-^n 
l.r-^x^MlKS l.OOg *x*y-*5 ml KlHlx.. 

IR(KBDcm':3395. 1300, 1145 

NMR^-DMSO) » H:3.28(3H.s). 6.6-8.3(1 OH.m). 9.1-9.7(3H,m) 
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Htt0881 

(1) SUSB^T, 60%^ktb'^^0.08g«rN.N-vyf-n,*;i,A7 5 
7o = K0.80g *?§S?$^N.N-->V ****i.7 * K 10ml £ 10 tf&WtT 
r _^7 X -;i,0.50g^i§)B^^N.N-v>^^^;W^T< K 5 ml £ lS'C'C 

3o^K^tr«Ti-4o ov^-csor-emr^L 

y 9 7^ [?§*ttfc : #8x^=6 : i] -e*«l-*u*, Hfel$ B B B 

(02- -4'-^m*-4--^-i.r-t'7i 

-;i/0.lOg £&£o 
IROCBryan'rlSlS. 1340 
I5 NMR(CDQ,) afe:2.56(3H.s).6.8-8.5(9H,m) 

(2) m^m%y. a-wj»y*iv+»+> o.n g , 2- (2-^^ 

(H)7x-rt,**7* >) i^VIl* (0) 0.33g«r^r->l^> lOmllltjnx., 

4^Pa«Sit^^*o Ts»*iS£L/.:^ iftET«fc*i3:fc+*o #<b*i 
20 /^M^^Dvh/^- U§M;-^>:KKx^-^=io: 1) 

T-ffi«ii-tLlf, SlfelSB B B04'-^f-'^^-4--^ D -2- (2- (4-fcT'J 

5/*) xf-M -l.r-^7*iA'0.mg«r»*. 

IROCBr^'imS, 1350 

NMR(CDC1,) *ffi:2.57(3H.s). 6.9-9.0(l3H.m) 

25 HJfeflJ 82 

KIMII (2) k|«|i:LT4-/W*-4--Fo-2-(2-(^7-/- 

A,- 2 -4*) xf-)H -l.r-t'Tx^HP. 

IROCBr^-'MSlO. 1345 

NMR(CDQ,) 5 <i:2.52(3H.s)7.2-8.8(l IH.m) 
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4-;|>n-l,r-e7i-)l' 0.30g * 1 NTk&fl:-*- h 'J •> ^TKM 3 ml, >** 
*^3 mliSitXx^y-^l mlO«^»«t-tDi.» 40 »WJDtt»aL3-**. 

«$; r*x> 5 : l] T-«S1-ntf, JtfcK*«>2- <3-fc 

io -If7xx;n.l0gtrff*o 

IR(KBr)cnt ':3385. 1520. 1345, I315, 1 155 

NMR(d 6 -DMSO) $1I:0.8-2.6(8H.m), 3.30(3H,s). 3.0-3. 8(lH.m). 4.2-4.9(1H.m). 7.5- 
8.2(7H,m) 

is 2 - t K o * v - 4 ' - > f- JU * x ;w - 4 - x h n - l , 1 * - \L 7 x x ji, 
l.OOg, 2-if«'f*7"n^/-A' 0.50gfc.tO f M7xXrt,**7Y> 0.90g 
^h7tKD77> 10ml U#»S**.BLl&***l-15T:"CS;x-f-/UT'/->'* 

j^->i/- h o.77 g *»tu sia-c6«FB«»-f*.»^*».fcR«£«^»** 

20 1 N*Wtt h 'J ■> i lfttB***"C«l*itiWt» **tt 7jr * ,> 

97^- [Mft; F^^ftK^^S: 1] -cWH+iitf, Hfe^o 

2 _ ( 2 -x*JWf-*7'n -4--^f'^^-^-4--^-l. 
l'-t:'7xx^0.33g ZftZo 
25 IR(KBr)cm ':1520. 1345. 1310. 1 150 

NMR(d,-DMSO) S fi|:0.8-1.5(6H.m). 2.2-2.8(3H.m). 3.26(3H.s). 4.22(2H.d.J=6.0Hz), 

7.6-8.2(7H.m) 
$mW 85 

(1) »3^»at2-t.^^-4--^m-5--^-l. 
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1 '-fc* 7iX;W£{#£ 0 

IROCBrJcm-':^, 1525, 1350 

NMR(CDC1,) 5fit:2.57(3H.s).7.0-7.8(4H.fn).8.0-8.7(3H,m). 10.08(lH,s) 

(2) 2-**5*-4'-*****-5--»-n-l.r-tf7*-* 2.00g * 

* 7 >2.20g*tlD;L*o RlEft*«* I10M4 *«tllftLfcfc, **fc<ttffifc& 
Ofc^HSOx.. lN&SK'pHS.O l=l»U 

;U) -4'->f-/Wf-t-5--bn - 1.80g 
IR(KBr)cm- , :2220, 1520, 1350 

NMR(CDC1,) 8 fi£:2.60(3H.s), 5.5-6.2(1 H,m). 7.0-8.5(8H.m)(E,ZMix) 
(3) £$#HfcT, 2- U-vT/xr-AO -4'->Wt-5--F 
,5 D-l,r-^7xXiWi30giiJ:^b , ^^^^>7->'>'3.00g«: + ->V>13n>l 

KJOiL 6 BUM**!-'*'^* 20ml 

20ml Itt2B»W»Ul. ^iU01«** 

K7/v>^t^^, SiETcSi^itic fthiitzm®**? a 

ffeW4-^^*-5--ho-2- (2- <lH-***'/-*-5 
-4,1,) if-JH - l.r-Vf7*-A'0.63g 
lR(KBr)cm ':3450, 1520. 1345 

NMR(d,-DMSOD,0) 6 fe:2.54(3H.s). 6.9-8.5(9H,m) 
25 HJfefll 86 

No.86(l) 

. 4 _ (2 - ( 4 -^^)^)l'7x-^) -4-^07xy*y) $.1. 
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m(KBOcnr':1685. 1525, 1345, 1305. 1150 
NMR(d,-DMSO)$ffi:3.26(3H,s), 7.1-7.4(3H.m). 7.8-8.6(8H.m) 

No.86{2) 

5 5-*^*'^K 

IR(KBr)cm':1705, 1300. 1150 

NMR(d 4 -DMSO) 5 fit:3.24(3H,s). 7.0-7.5(3H.m). 7.6-8.3(8H,m) 
£Jfefil 87 

io >i,-5--bn-i,r-if7x-;^}|4o 

IR(KBr)cm':3390. 1520. 1350. 1300. 1145 

NMR(d t -DMSO) 5 <t:3.30(3H.s). 6.8-7.2(5H.m). 7.8-8.4(6H,m), 9.62(1 H.s) 

%mm 88 

)5 . >} > 4 ._^f-A,x/u*-)W-l.l'-^7x-;w«:l|So 
IR(KBr)cm':2225, 1720. 1 300, 1 150 

NMR(CDQ,)5li:1.50(3H.d.J=6.8Hz). 2.13(3H,s). 3.13(3H.s), 4.87(IH. q, J=6.8Hz). 
6.90(1 H, d, J=9.0Hz). 7.4-8.3(6H.m) 

20 l-7nt-2-^OD-5-^ho^>-t'>l2.0g,2.4-y7»^n7i/- 
)V 7.30g H X V*.*m* l W> 7-70g * N . N - > f - * * * ^ 7 5 K 60ml i:jD 
x., 2ftHMl»*-t«- BUSft«fc***«=*i*- 2 NUT pHl.O CMS 

■e> i4.3g 

K£:103- 104*0 [3-9 
IR(KBDcm':15l0.l350.I255 
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##812 

2- (2.4— >*7**O7xy**»-4--hnT-«i>27.0g*»tt»liatnl» 
*66ml * J: tfftg* 110ml OftftMMiL 0 -5ttMt h 'J 7 A 7.42g 
*Str*66ml*«*T+*. RUT m»WL^ RlBft*»**ft* 
(I)17.9g, lUt* ^ 'J^ 12.8g, 47%JUfc*M 110ml *tf*66ml 

^o-5r?»Ti-«. 25fci*n«*tfc*, B»if-^-c»mi-*. 

o*-2- (2,4-/7)^n7iMy) - 4 h n^-tf > 21.7g £{#&o 
It #.:103- 104TD [x* 

iROCBocmMsao.isos.nso.nso 



PCT/JP96/00499 
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S5 a 






















R 4 


3(1) 


-OH® 


N0 2 


H 


3(2) 




H 




3(3) 


-S-®-F 


N0 2 


1 c 

H 


3(4) 




COCHs 


H 


3(5) 


F 

-0-#"F 


CN 


H 


3(6) 




H 




3(7) 




COOCtit 


H 


3(8) 




H 


COCH> 
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&5 b 




,* 3 








*J? 4 






* 2 




I? 4 


3(9) 


f 

-&3&-F 


H 


COOO* 


3(10) 






n 


3(11) 




it 




3(12) 


f 




H 


3(13) 


-0-<0>-F 


H 


OCH 3 


3(14) 


-£©-F 


H 


CH 3 


3(15) 




W 


CM 



No.3(l) 

jifc£ : 73--74lC [3-9 J-*} 
5 IR(KBr)cm':1520.1340 

No.3(2) 

IR(ncat)cin 1515. 1340.1 275 
No.3(3) 
10 il*:119-120r [3-9 J 
IR(KBDcm':1520.l345 

No.3(4) 
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»*.:72-73 , C [A*/-*] 
IR(KBr)cm ':1680.1505 
No.3(5) 

KjfcllB-119C [A*/-*] 
5 IROCBrJcm-'^S.lSOS 
No.3(6) 

IR(neat)cin':1510,l325 
No.3(7) 

10 

No.3(8) 

it6:59-60t: UV^D e **- r *] 
lR(KBDcm-':1675.1500 
15 No.3(9) 

».$.:98.5-l00t: [»ttx^*-^**>ft*»*3 

IR{KBr)cni' , :1710,1505 

No.3(10) 

U*:I32-133*C [x*/-*] 
20 IR(KBr)cm l :1520.1505.1350 

No.3(ll) 

»#.:63-65t: [A*/-*] 
IROCBrfcm-'-.nOO.lSOS^SS 

No.3(12) 

25 

K(neaOcm':l 505.1330 
No.3(13) 

. IR(neat)cm':l510.l205 
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N .3(14) 

IR(neat)cm , :1505,1490.1250 

No.3(15) 
5 Si* :93 -94 [x^y-JU] 
IROCBrJcm^S.lSOS 
##fl|4 

*&ffc7- V 'J * A 0.36g t $8 L 24ml C 2 - 7* D * - 5 - * Y * > 7 x 

y-.^1.50giJitl r v7x-n,3-Ki7^^D«j K2.34g*lJDx., 1 WWSOM 

->-2-7x/*v^>-£> 2.10g £$£o 
nKneaDcm"': 1595.1490.1 170 
15 ##ff!l5 

IfmtPiiat, j _yn*- 4 -7**n- 2 -7 

IR(neat)cm , :1580.1490.l210 
#%0!I6 

20 3--?OD-4'-^Ttf7xy> 4.60g, 2.4-5>7**n7xy-* 
3.60g 13 J: IFltoWWI* 'J ■> A 3.82g * * v W > 46ml 2 *HttMX * 

*-C»**f*itf. **«»»3- (2.4->'7^D7xMv) -4'- 
- fD7-th7xy> 4.50g £f#*o 
25 »jfll:100-10lX: [3-9 J 

mm 
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86 


















CN 


H 


7(2) 




CF% 


H 


7(3) 




H 


-C-CH, 
ii 

O 


7(4) 


-C-fahF 


H 


CN 


7(5) 


-<£©-F 


H 


CF 9 


7(6) 




H 


-CHO 


7(7) 


-c£©-F 


H 


-COOCHi 


7(8) 




H 


CH 3 



a 6 <7)jt^^W^ WT, -^ i "° 
7(1) ii£:U6-ii7t: 

7(2) 

5 7(3) \3-9 J-*\ 

7(4) a.^-lOO-C [X.9J-*] 

7(5) ftfe?fbtt$ 
7(6) »*^3-94T: [3-9 J- 
7(7) MM-WTC 
10 7(8) 
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3'- (2,4-/7^D7iMv) -4'-ihD7th7xy >22.6g» ft© 
22 6g £ * tf£ft7 V * 2-27g * ^ - ** 360ml X tf* 180ml £>&£ig 
ftCtOiU 1 W»tr«*Lfc«» *ETK*«*«1- 

7xy*">) 7-feb7xy > l8.5g«rl#^>o 
B>£:1 15.5- 116.5*0 [i*/-*] 
10 #%03 9 
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Q 26 _ 





R 2d 




I? 4- 


9(1) 




CN 


H 


9(2) 




CF, 


H 


9(3) 


-0-©-F 


H 


— C— CHj 
it 

O 


9(4) 


-C-®-F 


H 


CN 


9(5) 




H 


CF 3 


9(6) 


-C^-F 


COOCHj 


H 


9(7) 


-0^-F 


H 


-COOCH, 


9(8) 


-C^-F 


H 


CH, 



No.9(l) B^tlK-IISt: [X^y-^] 

No.9(2) HfeT*^ 
No.9(3) 17— 118*0 [x£ / — *] 

No.9(4) it*:102-103t: [x*/-*] 

No.9(5) Hfeifttt^ 

No.9(6) »A:118-12Dt [x^-*--*******! 

No.9(7) HAI2-B3T: [^V^D^x-tH 

No.9(8) HuS^-Mi: 
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3- (2.4-v7^*o7xM-» -4--bo/^-/-h'J * 8.00g friftffi 

5 t f^||fe|S B B H 03-(2.4-v7;^07 i y4rv)-4--hD$.i.#K8.l!g 
tt£:187- 188*0 [X*/-*] 

3- (2,4->'7^^D7x/ + v) -4--fO$.t#K 4.00g. S^f-frtt 
10 &1.88gl5*im*&K* , J^2.06g*7*h>4()nil UflD*. 1 
Z*Z,o ****** U *ETU*****+*. 
*!:****, ***0^ft**"«lUfcWML ***»^^*5">a«* 

SftfettJH>3- (2.4-v7^o7x;^) -4--Kn«A«yf-JU 

is 3.60g£*#£o 

H>*:79-8lt: [x*y-*] 
12 

2-rn*-4-xhnTx'J>6.00gJsJ:tf4-v***T5>' f'J v>0.12g 
*4$*ft&30ml lIftU. 40t-C24B$H«#1-& o R£**»***i:tlQ*.. 1 
20 *W**Lfcft, WBLfc******** *fett*02'-"/n*-4'-xh 
OT-tfT-'J K5.02g £*#*o 

30-1 31*0 [x* y-JW-T* hx h 'J 

m® 13 

25 7xX;Wh»;-7-f-^-f>3.89gl5iaxh7^^(hM7xX;U*X7^»^7 
->^A(0)0.44gtb^x>33mli:l]D^ 2*M0M«**. JUETi:*** 

*-3:l] ■CH«+*ltf. *fe***>2'- (4-7;U*07xX,U) -4'-- 
hn7-feh7-») K3.05g«r!#* o 
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»£:142.5-143.5t [x^-*-7t^MJ ^« 
##03 14 

2 ,_ ( 4 _7^D7x->H-4'--l >D 7th7i 1 J K3.00g *i£*&&7.5mU 
* 7.5ml is* 15ml 90fctM BMMBM-*. ££ 

P H7.0 CMS L . *«« i »»+ * o f» <b #i *:*«■ * * OWDtttofrCM* 

- 4 h D7- > 2.34g £f#&o 
15 

2-/0 1 /^-4--fD7-') > 3.00g £x?/-/U 30ml, x h v k: K07 
7 > 20ml is J: tf* 10ml <D«a»«i:iJn*.* w<0igfct:*#T, **ffc*7*-i- 

h <J 0.90g * 30^K-C^tl»Dl-^o mfc-C- 1 

is iitim&x-**«r)®.£®m\zm5., lNttarCpHi.O uMS-f&o W&H*# 

ETH»«*9*i-*Hf. *feflMK»*>2- (.-tKo*'/^^) -4- 

- h DT-'J > 3.00g £®&o 

IR(neat)cm , :3475.3380.1625,1505.1490 

20 ##09 16 

2- ( B -KKD*"> / <>y^ -4-ihoTx , J>3.00g*»tttt6 ml, * 
9 ml Xim& 15ml WftMMKtOiL 0 -5WHIt h M 7 A l.OOg 
tr*5 ml***»T-r*. B«1? 1 *M«ff tfcS, RlB*««r*ftM ( I > 
2.30g, JUfrf h 'J 7 A 1.60g, 47%JHfc*» 15ml JSXO* 15ml 0)ft**ft* 
25 ^O-sr-CMTt*. 2SfC 1 *M«MMU ftKxf-;PT*atU1-So M^ftfc 

[ttflft ; ^+-t>Mxf-;P=20: 1 ] TffiSJttLtf, ftfett***) 1-7^ 
-2- ( 0 -KFB*^>v'*) -4 -x hu^>-t'> 2.40g $r#i 0 
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IR(neat)cm , :3420,1525.1345 
##« 17 

1 -7*o*- 2 - (c-t FD^yM^/)H -4 -x h n^>-fc*> 3.00g £ h 
«j 7**n|» 6.0ml KffiR b 4.7ml t 20 frHTiS 

"to*., «|t«t.*. WDfaW^S-M-'^A*** 

io -^hO'C-tf;' l.70gfrft£o 
IR(ncal)cm- , :1525.l340.l030 

##08 18 

(o-t Kn + vM^>')H - 4 h n^>-tf> 5.00g £ h 
*i^50mlK?§J»$^ SiB-C*»=l»fl:^^>7:00g«:ftli.» 2B#W»L<" 
is tiLW-tko 5.00g £&DDU mt2HI3«»tSc 

Y wolf's 3.90g £*#*o 
R.£:116.0-U8.0r \3.9J-*\ 
20 ##0J 19 

2'- (2,4-/7HD7^^) -4'-iFn^>x**>7i'J K 
7.00g * X 35ml Cft*. 90^2 KM**** 

lO%*»ittPJ'>A*ig*"CpH9.0U«lEL, |»xf.*-C«mi- 

7-f- [**tt;^^>:l»^*-3:n -C«*t*ltf, 2- (2, 

4 -v*7**n7i/*v) -4--hOT-'K'4.70g<r^So 

Ife *:120.0- 121 .0*C [3-9 J- 
IR(KBflcm ':3490,3355, 1 505.1 295 
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##0920 

**T,**l»l»mC2- (v*o-*v***v) 7 = ')> 15.0g*#«H£ 

sou »mwtio wETuwttMu 
iinwixf-^*****^^- *********** 

?o^*v>u**->) TtfTs'i Kl4.0gfcft*o 
«*:70-71.5t: UVfuVkS.-**} 
IR(KBr)cin':3290^935.1 660,1525 

to ##09 21 

2'- (v*o^*->;V**-» 7-fch7-'J Kl2.0g***»K 120ml IliS** 
«t**iiJ:tf»»x^iu«)««i:lBx. KM*«t h a-c P H8.o CM 

-^D^v^y-4'--Fn7^7-'J K(l)5.62g SJOTIfe***) 

(I)H#.:93.5-95t: [3.9 J-*} 
20 (II)Sk^:105.5-l09t: {3.9 J-*] 

*M* 'J * * 3.64g t ^ / " * 90ml i:»M»*. 2 *' * * 

•>«,*^v-4 , -xhnr-tbT-'J K9.oo g *Uo£* mwtnfeaatfr**- 

o^*v***v- 4 h DT-'J > 6.90g *#*o 
Sl* 85.5-88X: [x^y-^] 
##0923 
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WO 96/26921 » 18 

lR(iwi)cm- , :34903385^94O.151O.1340 
##0924 

5 4- (2,4-v7**07*/*v> -3--bn^*7*f*K5.00g, x 
* 20ml. p- b > * ** >• °' 38 8 * h ** > 2M UtBi, 
to^SlM********. WB*«*«D«**^ h 'J ***** 

xf U VT-fc*-*' 5.70g £{#£o 

ltfi:66-67X: 

##0025 

4- ( 2 ,4-/7Kn7xm) - 3 -^n^7WKxf^^ 

x+l/J'T** — »■ 3-308 

20 HufcTSjO-TOrt: [*»•'- *1 

NMWCDC!,) S»3.5-4.3<6H.m).5.73<IH.s>.6.6.7.3<6H.m) 

» - stTOBt MJ * A 0.24g *Str* 3.0ml S«*ST U PliBST" 1 «H 
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K0.48g 

]»*:63.0- 65.0t; [x*/-*] 

3 .- r o*-4-(2.4-^**D7x/*V)7*h7-iJK3J0gf:** 
ft® 50ml *C-C««« 1.09ml *,BTT* 0 Rilt 1 «Mff L*: 

ft BBH^tM^^^**^* 1110 ^ *<MtrM-T*. * 

*fe»*«5-*«-4- (2.4-v7**t,7x,*v> -2— hoT 
-t hT-'i K2.80g£*t*o 

#%0|28 

is • ##«2i:B*t:tr«l2«lk«*»*o 



10 
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SI 2 



R 
Br 





R? 


R 3 


R* 


28(1) 


-o-O 


H 


CN 


28(2) 




H 


CF, 


28(3) 


-o-O 


H 


CN 


28(4) 


-o-O 


H 


CF, 


28(5) 




H 


CN 


28(6) 


>o^> 


H 


CF, 


28(7) 


-oO>" F 


H 


CN 



a 12 *>itato*>fctt*&Tu*+o 

No.28(l) 
IR(neat)cm ':2225 

5 NMR(CDCU) 5m:l.l-2.4(10H,m).4.2-4.7(IH,m).6.8-7.9(3H,m) 

No.28(2) 
IR(neat)cin':1330 

NMR(CDOj) 5<i:1.0-2.3(10H.m).4.0^.6(lH,m).6.7-7.2(lH.m).7.3-8.2(2H.m) 

No.28(3) 
10 IR(KBr)cm ':2230 

NMR(CDC1,) S «:6.7-7.7(7H.m).7.8-8.(HlH.in) 

No.28(4) 
IR(neat)cin':1325 
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NMR(CDQ,) S H:6.8-7.6(7H.n.).7.8-8.0(lH.m) 

No.28(5) 
IR(KBr)cm-'.2225 

NMR(CDCI,) 8 <i:6.6-6.9(lH.m).7.1-7.6(5H.m).7.8-8.0(lH.m) 

5 No.28(6) 

DUneaOcm'tlSOO,^ 

NMR(CDCl,) 5l4:6.7-7.7(6H.m).7.90(lH.d,J=2Hz) 

No.28(7) 
IROCBrXan-'^O 

,0 NMR(CDCO ^:6.6-7.3(5H, m ).7.51(lH.ddJ=2.8Hz).7.92(lH.d.J=2Hz) 
##00 29 

- r y * v k 2.85 g **Mtrr* . K«**« 3 ** 

7<- [Wt« :IW***-6 : 1] tUtW^i 

20 IR<KBr)cin':l510.1345 

NMR(CDCI-,) ^:6.9-7.5(3H.m),7.6.8.3(3H,m),8.4-8.6(lH,m) 

30 

No.30(l) 
IR(KBDcm-':2235 

NMR(CDCl,) 5flt:6.9-8.3(7H.m) 
No.30(2) 
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NMR(CDC1,) S fit:3.81(3H.s).6.6-7.3(5H.m).7.9-8.2(lH.m),8.3-8.6(lH.in) 
No.30(3) 

1 -?v*-2- (4-v7/7*My) - 5 --ho-c>-tf> 
5 IR(KBr)cm- , :2220.l515,1345 

NMR(CDCI,) 5 € :7.0-7.3(3H,m), 7.71(2H,d,J=9Hz), 8.21(1 H,dd.J=9.2Hz). 

8.57(lH.d,J=2Hz) 
##151131 

##08 6 i:|5)&K LTft 13 tf>ifc£«i#*o 



»13 




R3 
R4 




tMtgNo. 


R 2 


R 3 


R* 


31(1) 




H 


CN 


31(2) 




H 


CF, 


31(3) 


-o-O 


H 


CN 


31(4) 




H 


CF, 


31(5) 




H 


CN 


31(6) 




H 


CF, 


31(7) 




H 


CN 



10 



a 13 <nit£®<r)®&ZKTl z * ir ° 
No.31(l) 

lR(KBr)ctn':2235, 1535.1 360 



PCT/JP96/00499 
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NMR(CDC1,) ^:1.1-2.4(lOH,m).4.3-5.l(lH.m).7.0-8.5(3H.m) 
No.31(2) 

NMR(CDC1,) 5€:1.2-2.3(10H.m),4.3-4.9(lH.m).6.9-8.6(3H.m) 

No.31(3) 
5 IR(KBDcm':2225.1530.1350 

NMR(CDC1,) 8 ffi:6.9.7.9(7H.m).8.2.8.4(lH.m) 

No.31(4) 

lR(KBr)cm- , :1540.1325 

NMR(CDCI,) 8 1t:6.9-7.9(7H.m).8.1-8.4(lH,m) 
10 No.31(5) 

m(KBr)cm-':223o.i53o.i36o 

NMR(CDCI,) 5fil:6.9-7.l(lH. m ),7.2-7.5(4H.m).7.6-7.9(lH.m).8.2.8.4(lH.m) 
No.31(6) 

IR(neal)an- , :1545.1325 
15 NMR(CDa,) 5^i:6.8-8.(H6H.m),8.29(lH,s) 

No.31(7) 

IR(KBr)cm ':2235.l 530.1 350 

NMR(CDC1,) 8 fii:6.9-7.4(5H. m ).7.75(1H.dd.J=2.9Hz).8.25(lH.d.J=2Hr) 
32 

20 #%W8fcH»KtTlU4Wffc*»*»*«»- 
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»1 4 



R 
H 2 N 



XX, 



gggNo. 


R* 


p3 


Rr 




-o-O 


H 


CN 


32(2) 


-o-O 


H 


CPj 


32(3) 


-o-O 


H 


CN 


32(4) 


-o-O 


H 


CF, 


32(5) 


-AD 


H 


CN 


32(6) 




H 


CF S 


32(7) 


_oO F 


H 


CN 



^ 14 0ft£ftO<M!fe$:Jjn r K*F"*o 
No.32(l) 

IR(KBr)cm':3480,3375,2220 
5 NMR(CDQj) 5ii:1.0-2.3(10H, m ).4.0(2H.bs).4.2-4.6(m,«n).6.6-7.7(3H,m) 

No.32(2) 

K(neat)cm- , :3485.3385 

NMR(CDCl,) 5fit:l.l-2.2(10H,m).3.6-4.2(2H. m ).4.0-4.5(lH.m).6.8-7.3(3H.m) 

No.32(3) 
10 lR(KBr)cm , :3480.3380.2225 

NMR(CDC1,) 8 te:4.12(2H.bs).6.6-7.6(8H.m) 

No.32(4) 

IR(neat)cm- , :3490.3390.1340 

NMR(CDQ,) 5<fi:3.8-4.2(2H.m).6.8-7.6(8H.m) 
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N .32(5) 

IR(KBr)cm':3490.3365.22l5 

NMR(CDC1,) * <i:4.20(2H.bs).6.5-7.9(7H.m) 

No.32(6) 
5 IR(neal)cm- , :3490.3400 

NMR(CDCl,) S <ft:4.10(2H.bs).6.6-7.5(7H.m) 

No.32(7) 

IR(KBr)an l :34803380.2230 

NMR(CDC1,) S fit:4.10(2H,bs),6.5-7.2(7H.m) 

to ##flJ33 

4-^><>^*=^o^ * l0 -°8 ******* W'"* 
r*H**, *%T2»7>*-T*g.00«*tBi. WTC30 5K *« 24 ft 

i - -fv^^O-ify 7.93g &?#&o 
IR(neat) cm- , ;3330.3240.1330,l 150 
NMR(d 6 -DMSO) 5 «:7.44(2H,bs).7.68(4H.m) 

20 ##0134 

##0lj33 fc|B)^t-t-C 

IR(ncat)an- , ;3295,l325,1165 

##0IJ 35 . Lil 

rt,- 1 -yo^>t'> 0.50g, KXhVVT 
25 a**H*T, 4-7^***-* 1 

, . yr _ . ,u j7i ;^7^)^r>'n I0)0.04g 

4.85ml ^ u J y 

10m. rtiU i4ftMD»«*«- **»*it*L*:* *&TU 
Mt«*». ft^M«*^^"^ 97< - 
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=.)V h »J "/f-ft'f'> 0.52g £$&o 
IR(neai)an';3345.3270.l340,U65 

##08 36 

##fl| 35 hlil^Ut-C 
K(neat)an';3295.1325.1165 

NMR(CDCI,) ^:0.6-1.9(27H.m).2.65(3H.d.J=5.5Hz),4.4^.9(lH.m).7.4-8.0(4H.m) 

##01 37 

fEJfc«38fcB«Ut"CttT«>ft*»*1»*. 
10 No.37(l) 

. 2 - (4-^-3- (2,4-v'7^07xMv) 7x-M ftKif 
;w 

IR(neat)cm':1735 

NMR(CDCI,) 5 « :l.2(K3H.tJ=7.5Hz). 3.49(2H.s). 4.12(2H.q.J=7.5Hz). 67. 

15 7.7(6H,m) 
No.37(2) 



20 



lR(neat)cm ':1735 

NM R(a^.,)*1i:».26(3H.t.J=7.5H 2 ).3.55(2H.s).4.17(2H.q.J=7.5Hz),6.6-7.7(6H.m) 
No.37(3) 

. 4 _ (S -/0*-4- (2,4-v7^7x^v) 7x^1 SSS*** 
)V 

R(nat)cai' , :1735 

25 MMHCKV * « :. 26(3H.U=7.5m». I.MJWW. 4.I«H*I-I.»**- 
7.6(6Hjn) 
##08 38 

No.38(l) 
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. 2 _ (3 -m-4- ( 2 ,4-y7^D7 i /*-» 7x-rt,) - 3 - * 

NMRCCDO.) 5 « :1.23(3H,U=7.5Hz).I.M.l(3H. m ).4.22(2H.qJ=7.5Hz).6.6- 

7.7(6H,m) 
5 IR(neal)cm ':3425,1735 

No.38(2) 

. 2 - (4-ro^-3- (2.4-v7^n7xMv) 7x^) -3-t 
Ka*->7*a fc't^&x 
##03 39 

No.39(l) 

. 2 - (3-7o*-4- (2,4-v7^D7x^-» 7x^1 7 * 'J * 



NMWCDO,) 5ffi:1.29(3H,U=7.5Hz),4.23(2H.q^7.5H2).6.8-7.8(7H.m) 

15 K(ncai)cm':1715 
No.39(2) 

. 2 - (4-/o*-3- (2.4-^Ho7x;^) 7x^;u) 7*')* 
40 

No.40(l) 
IR(neat)cfn' l :l71S 

25 NMR(CDC1 ? ) « « :1.18(3H.U=7.5Hz).1.0-1.8(4H.m).4.lO(2H.q.J=7.5Hz).6.6- 

7.7(6H,m) 
No.40(2) 

. !- (4 -7o*-3- (2.4-v7^D7xM-» 7x-*) **o* 
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IR(ncai)cm ':1720 

NMR(CDCU) 8 m :1.13(3H.U=7.5Hz). 0.95-l.35(2H.m), 1.35-1.70{2H.m). 
4.08(2H.qJ=7.5Hz), 6.7-7.7(6H.m) 

5 *H«43kB«i:l/Cl- (3--/o*-4- (2,4-/7^07xMv) 
7x-ju) : s9v<>9 f'A'fcfWo 
IR(neat)cni ':1720 

NMR(CDCl,) 5 ffi :1.15(3H,uJ=7.5Hz), 1.6-2.2(6H.m). 2.3-2.9<2H,m), 
4.09(2H,q,J=7.5Hz), 6.6-7.7(6H,m) 
10 ##0042 

No.42(l) 

• 3- (3-rn*-4- (2,4 -/7**D7xMy) 7x-*) 

15 DKneaDcm^niO 

NMR(CDCI,+D 2 0) 5 fiS:2.4-3. 1 (4H.m).6.4-7.9(6H.m) 

No.42(2) 

. 3_ynt-4 - (2.4 -/7**D7x/*'» 
IRflCBOcm'iieSS 

20 NMR(CDC1, + D,0)5 fit:6.6-7.4(4H.m).7.95(lH.dd.J=2.8Hz).8.40(lH.d.J=2Hz) 
No.42(3) 

. 4-ru*-3- (2.4 -*;7*to7xM-/) 

IR(KBr)cm ':1690 

NMR(CDCI,+D ; 0) a fit:6.8-7.9(6H.m) 
25 ##0943 

» * X * J m*-* * 4.2ml * r h 7 K K D 7 9 > 40ml KiS* S-t, 
T**ft* M * * 0.85g WC* b 7 fc KO 7 7 > 20ml 

1-7M-2- (2,4- f /'7**O7xM'/)-5-*H*^H0H 
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b b<03 - (3-^-4- ( 2 ,4-/7^n7xM-» 7x-;u) T*>J 

5 ^gi-f A-£ 5.00g £#£o 
IR(neat)cm ':1710 

NMR(CDC1,) 5^:1.33(3H,U=7.5Hz).4.23(2H,qJ=7.5Hz).6.1-7.9(8H,m) 
##tfl44 

,0 if-/U5.00g*N.N— Kttmlt:****. 5%^7v'7A- 

its urn tfc*.. «a. «t, *»«it, 4*iw*i-*.****rau 

-4- (2,4-/7^D7x/ + v) 7*-*) yDfc*t>K^^4.00g«r 

15 

IR(nHi)Gni' l :173S 

NMR(CDCl,) 8 fit :1.23(3H,U=7.5Hz).2.4-3.1(4H.m).4.13(2H.q.J=7.5Hz).6.6- 

7.9(6H,m) 
##fl|45 

20 i-7n*-2-***-5-=l-n*>*>3.a* N-7D*3/^gi3.20g 
*JlO f 2,2'-TV*lf7. (4 V/f-n- h 'J JW) O.llg *Gg£1ti£3t30ml Utt)*, 

KETi:»lrt*t^ «fe»***«> 1 2 - 7o* * 5 - 

2j ~ f O'O-fc > 4.00g £$£o 

NMR(CDCI,) £lt:4.65(2H.s),7.0-8.5(3H.m) 

##0946 

j --/a*- 2 -70* 5 hD-0-tf> 4.00g * 30ml KiS 

ov>T- h 'J 7 *s***7 < > 3.30g tgftlU 60^? 2 *HKlB«*t< 
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-fn/^vH-^x-a^t-^irD 5 K2.00g£#*o 
IR(KBr)cm- , :l525.l345 

5 K 35ml ov>T-4S*ftS** V * A 4.50g ttfl*, MOM 1 B* 

BEE***. Rfc*******^!***^*^ 1 - 1 "*- lNiiKT- 
P H5.0 KMU 

■fc*> 3.3g 

IR(KBr)cin':1740. 1525. 1345 

NMR(CDC1,) a fit : 2.18(3H.s). 5.3d(2H.s). 7.64(lH.dJ=8.0Hz). 

15 8.20(lH,dd.J=8.0HzJ=2.0Hz).8.44(lH.d.J=2.0Hz) 
##fl)48 

22.5ml i:i§fi?*-<t*o *»Ti: i n »- Mini. 
30 frM*?t. E£-M*WJ:«if^i:trai> 1 NWTC P H 
20 5 emu Hfetife**!**** 0 '*****^** 

^ jlf.*- 5 -=. V VO-Z's 3.40g t®*o 
IR(KBr)cm- , :3260.1530.1345 
25 NMR(CDC1,) a « 2.400H.S). 4.84(2H.s). 7.81(1 H.d.J=8.0Hz). 

8.24( 1 H.dd J=8.0Hz J=2.0Hz). 8.43( 1 H.d.J=2.0Hz) 
##15349 

1 -.ro*-2-tKO*5,^^-5-=hn-c>-»f>3.30|*l'**>S0mI 
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WO 96/26921 131 

m , * tfUOWt* > 3.70 8 H»l. HMtr *■ 

^ 2.80g 
5 m(KBr)cm':.690.i525..350 

NMR(CDCU) # * *,4,.H.d^.0Hz). 
8.57(lH.dJ=2.0Hz), 10.48(1H.$) 
##03 50 

. . i .1 j. i n , n „ *.u M- yVf ^t>)U7 < K 10ml 
£5&&S^T. 60%**lt* h »; A 0.20g 5:IS,IN ✓ * . 

5 K 2 90g ***N.N-V"**^ « K .«««TL. MET 30 

>-tf> 0.15g feft*o 

IR(KBr)cm':l520.1350 
, NMKDCU » *6,.7,« 5 H. m , 8 .0(.H.aa J =S.0H, J .2.0H I , 8 .3. 8 .8 ( ,H. m , 

K 0 «-4-^»^'P 5.00g *«K«S 1<W. * »» 

** *«««.:«. o - 1" ^ »«« ,0m ' * 

arF+*. MtfMWWLfctfc WM»*6-5«*«*«* ft 
tiMNffU*. 
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10 



KO*v-4 I* 0^>-t*> 5.70g £1#&o 
IR(KBr)cin- , :3460.15l0.1345 
NMR(CDQj) 5 tt:6.0(lH3).7.5-8.2(3H.m) 

##$52 

**i,5,*D/v**^-*4.00i KD79>30mlU*»S«. 
g£T. h 'J7*^*"< > 4.00g tftiU w*V3.+ »T'Sy**#**s 
I- Y 4.00g *ftT**o JW»«l*HWtC4IW«»Lfclfc, 
ftx***ftft«Cft*. *»■*»»■*■*• 

2 _ (3 -^>./^ ^*y^o^/*** 1 /) -4--bD^f>^ 



2.00g*#*o 
IS lR(KBr)cm':1715,1525.l350 

NMR(CDCl,) 5{i:1.3-2.8(8H.m).4.2-4.8(lH. m ),4.8-5.4(lH,mi.7.2-8.5(8H.in) 

^ j^^j) 53 

j_ ro ^_ 2 _ t KD*->-4-- HJ*>*> I0.0g«r*2fk^^l'> «0«nl U 

MJ^;wr^5.00g^ov^^na 

20 **)l,x-*IM.00g fc*trtt<t* * ^ > MM 

T»T+*.*at?4iM«»L^ 3iwiBttaa***. sea**** 

25 ^^v^;v**v-4--bo^^-t'>9.70g«:^o 
IR(KBr)cm ':1 520.1345 

NMR(CDCU) 5 fe:3.55(3H.s).5.36(2H.s).7.5-8.3(3H,m) 
^#$J 54 

.Hm-2-l!.4-^HD7xM-/)-5-> 15.0, 
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*&it/*l>> 150ml *#T. =|Ltt*7^4.95ml *i*TFU 30fr|3H& 

4- (2,4->'7^D7iMy) 7xy-JH4.3g-«r»4o 
IR(neat)cm':3375 

NMR(CDC1,) 5 €:6.47( 1 H.bs).6.6-7.5(6H,m) 
##W 55 

3-7n*-4- (2,4->'7^D7x^'» 7*y-;H4.5gfcJ:U f M 
x-f/UT 7.39ml **Hb**l'> 150ml KiSB*-*, *fcT«#U ' * > * 
**i*^nij K 4.10ml t*T-r&. BE»»trlWI»Lfcft, 

2N«Ut-CpHl.0CP»L/*WKr»»i-*. fcfcftfcMWtr**** 

*-f*o fthtitzlkm**? J** < - ^**> :-M 

x-f ;u=3 : l] -caw+iiif, fcfeiitt»<» l -.ro*- 2 - (2.4-S/-7* 
to7 X y + - 5-* ->;w**v^>-t'> 17.7g £f#&o 
IR(neat)cm- , :1375.1l60 

NMR(CDCU) S 1fi:3.l6(3H.s).6.4-7.7(6H.m) 
56 

2-70t-5-n*-/7i;-* 8.20g &XVh')3-*»'7Z> 6.19ml *« 
ft * f - U > 80ml mm *#T> ^>U*s^B'JK 3.44ml * iSTi" 
4o BttAM*Sa?-«IM*< 2N«t. pHl.Ol-MU 

»^#i^*wt**J:u f ft»***" c «* a *^ *** 

K7/V>7A«H, «ETU*«***t*. 

v^>-tf> lO.Og £*#&o 
IR(KBDcm': 1380. 1185 

NMR(CDCI,) 8 « :3.24(3H.s). 3.80H.O. 6.76(1 H.dd,J=9.0HU=2.0Hz). 



WO 96/26921 



134 



PCT/JP96/00499 



7.02(lH,<U=2.0Hz). 7.50(1 H.d.J=9.0Hz) 
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1. -ft* 

* (°)n 

5 r*<K R 'II, ;Noy^j^-t-®&$ft-Cv>Tfc J:v»fta7**JU*/.:Ci7'J- 
-Z-R 5 

to ->?n7;v*JK T^-iu, 7*7***'$rt:liflHWI*fcfr I Zti, 

&i ; R 'tellfR 4 l±* B-i/jliJI&oT, ^ny>«*, '>7/ 
7->*K£, -Fnl, ^IS$n-Cv»T<>J:v»7 5 /S, f*H *ft-Cv>T t X 

15 t»**tf*v/Hfc, ftfiSftT^Tt iv>t KD*v*H, T*/*i, 7>u:j* 
•>*ju#- rt,$ 5 fc(ig&Sft-Ct>T<> *V»7***, 7/U*-*, 7^34->, 
7*****, 7A-*rt'*A'7 7^*****-*. 7**^**- 

***->, 7***XH'*-*75 A 7 5vV, ^7-vV, 7'J-fl'**v, 
v?o7fl,*;U, *JU/<*4*, ^7rta, 7***7 5 A 7**7 5 

20 A ***n> 7^*y*^')«'. 7*3*2/***') ^7 5 A 

**LT«*+*£aSHI*«***#- ,1 '' 7 'J-JK.L I 
nli, 0, 1 ifclS2 «r/Tto 

2. R tttt7JU**ifcli7$y*-C**»*»*Hn:E«^^7x-/W 

3. R'* ? . >-?-/uifc{i7 5>'«T«>*ffll*olEHU:£«wif7x-^i»ft 
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4 . R 2 i)K HU& 
-Z-R 5 

7*7***i> L< : Zt±, 

7;W=J*->, T1U*^T < J ii L< HTvA'T 5 /ST'^ill* 

co&B 1 - 4 <n v >1* ita»U8BiW> tT 7 * - t (i *Otto 

6. R l i { , 
is -Z-R 5 

Cl£«t(7) t'7i- £ /- <7)ilo 
20 7. R 'jsitfR'tflB!-*^***^*^ nay:/ ^ v7V&, 

tU^T^J^-C^iWielil -4fc*tr6<&i»-nt*Kfi**>if7x 
8. R -tt* 

25 -Z-R 5 
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ifzit* <ni&o 

1 0. 4'-75;X**i*-5- J /T/-2-7x/* J /-l.r-^7xi 

1 2. »*ORHl-l 0m*rtaWiE*fl*7*i L 
T 4 C 0 X - 2 UWEfflHo 

1 3. »*Ol6Hl - 1 0m»i , ft*uniWtf7x-Mf*f«fcl**'>** 
1 4. »*o|£Hl - 1 0«)v»i , *i*»t-E«l«>if7iiJH»»**fcii*«>** 
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